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I (57) Abstract 

,.r.„.„*^''TT** '^'"T^ >V.genHal fonniila (IX nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
E3i?f IL"!!!?. Tp^^^ the same « the active ingredien, wherein each symbol is as defi„ed'!n tl!^ s^^^Sj bS^';? 
tavn^g an eflec^ of reBulating PPAR leceptor, the compounds of the geneia] foimula (I) are useful as hypoglyccmiVaeents Ibid i™Sn J 
agen^ preventives ««l/or remetfes for diseases associating metabolic errors (diabU. obesity. SmH hy^Sholet^^^"^^ 
hyperiipopit«e.nem.a. etc.). hyperlipemia, arteriosclerosis, hypertension, circulatoo' diseaj overJ nf S^ic hW^Th^^^ 
cho^l^^levating agents. LDL cholesten,! and/or VLDL cholesterol-lowering V and dru^Xv^g riSTTa^oTi^^ 
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^hmh<mx.ii. (I) 



iSV^T, ^rt$^^-C^)-5.'^;Ut^vV-Aig5i^fgtt'fI:§:^^ (Peroxisome 
Proliferator Activated Receptor ; JJlT> P P A R S^fli t B&iet ^> o ) tJ^^ i $ *l 




wo 99/46232 



PCT/JP99/01134 



i>m hilX^^i 0. Steroid Biochem. Molec. Biol., 5i. 157 (1994) ; Gene Expression., 
A, 281 (1995) ; Biochem Biopliys. Res. Commun., 224. 431 (1996) ; MoL 
Endocrinology., ^. 1634 (1992) #.BS) o §f»JC, 7 MH^izmW^. S^m^s 

5 #Mtt^«£^^L-flH@«lC|ISLTV^&ii:6«j3It>flTV>^ (Endocrinology.. 
122. 354(1996) #Bg) o 

(NiDDM) Kn-tiihrnmbLx^htLXis^. mmm^^oi^mi:^ 




p PAR/ (om^i^miii:k^^i>::tT^nmix\^^:s> 

(Endocrinology., Ji2. 4189 (1996) ; CeL. 803 (1995) ; CeD., 813 (1995) ; J. 
Biol. Chcm.. 22Q. 12953 (1995) #BS) „ T, P P A R y 0^?fStt«:ii:^$ 



wo 99/46232 PCT/JP99/0n34 

TmtLX^'J^^?>t^lhtl^o tf^. PPARr Tiif-.^^HiPPAR 
7Sait«^ll^t IZMt h:LtTt)mhiXX\^^i> (Genes & DcvelopmeoL . Ifl, 974 
(1996)) ^itif^h. PPAR7* mmkt '&0*3a:^-fPPAR75ee#0|& 

^rt$#flsP P A R 7 li||i»«BJI&5-^ktwg|i3oTi3 (J. BioL Chem.. 222. 
5637 (1997) iJ X X/CdL, £2. 803 (1995)^^) . ttH ^^itX § S f - 7 V U > 

10 Ti^i: $ itf; (Lancet. 342. 952 (1997)#Sa) » T. P P A R 7 TS&5:?P««t 
SJS^(r>^':^-;^ h)^P PAR7Sfii^O|&a«:«i>-C§-S||5JiiJ«>BI 
^fiijU^tffi-C*^ t#i.'bil-2)o ti-?)-C. Science., 224, 2100 (1996)tCli, PP 
, AR 7 U yfSLitt^ i i: J: or-?-OflHt*«i*l|-C§ -Sik-g-lfe^i^jg^^^tT 

t<^l&a*liSP-?^l ^ P P AR 7 Sei&mW^JIimmTSiJ. IttftT^J. 

PPAR7^S#0^^mtt?:?P$llt'S.7>^'3-zi;^ *-5.v^{±S 

ait<^i6a«:«iiiiUT§;5PPAR7sei&aiwai?[!H±x jtaHPim nm^. 
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o 



t ii LT (Nature.. Ml, 645 (1990) ; J. Steroid Biochem. Molet BioL, 5L 
157 (1994) ; Biochemistry., 22, 5598 (1993)#BR) o ^tlh(D^ tTSf^h. T-rrU- 

h^^t^^iff^mtiii p p AR ff ^^n^<ommm\t. mm&rmiy^ l 

CiaWfCi, PPAR flf75?M#t*4!fe«i4i: LT, SS. WO 9 7 3 6 

17 (1998)tC{±PPAR a$S^O^&^jl:(C J:orjg^|g';.i.-Sa 
(HDL) rJU7.TD-;i/±^f^^, -fUT, iSI&S'J (LDL) nl^ 
;^Tn-;p^jg®;^a[i;;KSe (VLDL) 3P;^Tn-;i., $t,(c{4hi;^ 
V-fe KO<l:T^^*lrLTV^-5ii:*^#$ilTV»4„ Diabcies.. 4fi. 348 (1997) 

oTPPAR aS##S:mmfct*7:^-;^ ^^P P AR a SfiS^Ol&Sitr 

:^iit*PPAR oriwtti^iiiiiurism SfiiJitLSEt&^llt Lr^t^-c^-stf 

*^0-C^<. HDLn^;^Tn-;u±#^ffi, L D L 3 D-;i.i3 J: t/f/ 
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-Ij. p?ars ^m.i^^izm.ititz ')ir>Y'^??.AR$ ^^m^ 

??AR S\t. t^liZP ?AR^, *-6v»|±b hO^I-g-lcliNUC 1 t <>j^ 
^nxv^So i^tt^tcp PAR 5 Olk^fi&tii: LT. W09 6 0 1 4 3 0-f 
?§iii»»CI4hNUC IB (l: HNUC 1 t7^ >'KHi3i***a P P AR-9-:^ 
^J'-fy) hPPAR a ^¥:KlK;^;i/*>H:y^'-0|£^fStt^r^{H)-e| 
10 Sit;6*^$*LTV»S„ ttz, ftffi-CliWOQ 7 2 8 1 4 9-^§g«l»l3i3V>T. 
P P A R 5 SSai:^v»||ftitS::t L> P P A R 5 tr^TiStwfgli'fkl-S'fb'g-ite 

3l/^r^-;^J:#f^^S:;tUTV><6it;6«il^$^^/wo tJaoT. PPAR d 

-So 

20 ( 1 ) mHiWO 9 7 2 8 1 1 5f-??iai»tCI4, HR^ (A) 
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{i7K^ii^> C5~107V-;K C5-1 0^rDT';-;u^:6»t,ii|^$ii, 
R4A{iR2A^^»f,g^$;jl.^ (ZA-WA_) |iZA-CR6AR7A, $ 

ttZA-CR6AR7A_R8A_|fi^:fc,L, R « Afi C R 6 A R 7 A, 

5 S (0) pfi^^if^hM^^ti. R^^iiXXfR7fii\i^ii^fim^lX.7i(,n^ 
C l~6T;l'+;U;i>I^S^$it, Xl AisiurxZAti^^^:^^^^;^-^^ 

:?lc^lS^. C 1 - 1 5 7;u^;u, ^>Dr>l^?^l^7>^/b^$^ YAji 
S (0) -0-^:6»^S^^$^^, yiAjio. C^:6»^S^$ii, ZA{i 
C02R3A^;^is,jg^$^^ t Ai5J:yfvAfi-?-fi-Pti4a3J:LTOt/c|il 

<blc*«rgfeL> p AliO--2 ?r^^3L. R3A{i;jcm^s Cl~157;i/3 

PAR ^ SSfl:oTO3|[ijt^*4ii:;it|B|^$ttTV»-S i^fp<om(r>mii£^S 
^m^itmttio ) c t:/^:. W09 7 2 7 8 5 l^mmm^ XlfWO 9 7 2 

15 8 1 3 7-^mm^Kii±mtmuoit^ii^p ? AR $ $tm^<ommivhi> 

(2) tTiTx WO 9 7 3 1 9 0 7■^?9il«»^C^4^ -jftsS: (B) 



(^tf:^ AB{i7i-;u-C*i), l&E7i-;H4ioi;t:l4-?-*ii^±(;Dy>n^> 
IS^, CI~67;1/^;K Cl~3 7;i/3^v, C l --3 7;U:j-D7;i'3^v, 
-h V;W*7t{4-NR7BR8B (R7Bi3j:yfR8B|i-^;^-p;f^j^35ri^T-^ 




20 
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A 1 kB|±C l-STil/^VVSr^fcL ; 

ZBji- (C 1 ~3 7;W^l/^') 7i-;K i^{±-NR3BR4B:6.e>g^$ 
il-5c ) Vm^iti>it^9is. tt:\i^tLh(Dmm^i^n^^J:m^. PPARr 

(3) -:*r, #Pi¥9-3 2 3 9 8 2-^Wiffl»tCtt. -JK^ (C) 



Tv^T i i vv^^t^i ^l±ii»$ *tT J: v>|||^«^«-c* ♦) , R 5 c {if: 
i&7;u^;i'S-C*S„.) T^^p^ii^^T^O, R^CiiTic^ji:?!^ 7^:i±M7 





R'Cttg^$itTv^Ti J: 
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S-3 2 5 2 S O^mmm. W09 6 3 8 4 1 5^mm^. iJJrWOQSO 

(4) ttz. m¥8-i 04 6 8 s^mmKii. -m. (d) 



R''-(0)„D-| j-Y°-CH 



S NH 



»1D' 

O 



2 fflSO^^k^K^^^ «r -5- ii-rii^t o R 1 J: 0? R 2 D {± |q_ J i^^fj. ^ ^ 

tLTV^T* iv^^-ftTfc^J^^Sr^L. RID, R ZDejv^-f YD(0-g|5 1 
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15 

20 

/' 



'p(om<7)nm'Z^m^u^i:^nLtzo ) » tTt, #to6 1-85372^ 

(5) 4 3 8 5 6-^?§«B»tctt, -jR^ (E) 



C00R6E^, nEli^>^mLT0~5. R 2 E{i;S.^;jc^, -g:jR7A,i(p;U^ 



( 6 ) ttz. 8-5 0 4 1 9 4 f-^giffl^ic {1, -jfe^ ( F ) 
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U P« — A^B"" (F) 

mm^^ i>tl^\^^i)-ttzitR IF, R 2 R 3 F U < f4R 4 F-CgJfe$^L;t^ 

RIF, R2F, R3Fijj:yfR4F,j, Cl-1 0T;W^;K C3-8>> 

^^nr^w^rJK T';-;vco~8t;i/^;1', T^yco-ST;^^;!^, Cl- 
io 6T;i-^;i'T5 y c o~8t;i/^;K Ci -6 v7;1'^;wt5 y C o-STiu 

4r;K C l-4 7;i^3^v'C0-6 7Jl/+;P^:i*^)JS£-Sa^;6-t,3Hl£LTS*?$ 
YF{4C0~8 7;i'4r;i'> C 0 8 7;i'+;i/-0-C 0 - 8 7;i/4r;K C0~8 

7;i/^;w-S0nF-c o~8 7;i'^;i'^T*0x ::i-CnFJ40~2<^S|gc-c 
15 *»} ; 

ZFiSit/TAFli (CH2) n.F^ (CH2) „fO (CH2) „F^ (CHj)™ 
FSO2 (CH2) nF^ (CH2) mFS (CH2) nF^ (CHg) mF S 0 (C 
H2) nF^*'^^^tTS*^$it, ^LZ-CmFisXlfnFltO-et^hmLL 
XM^K^tLim^'C^i}s i^tzLA^if' (CH2) mF"^*'5't^^ Z^iSXU 



R5F(i^^, C1~6 7;u+;K C 0~6 7;i'^;w:i-^vC 0~6 7;i'^;p, 
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R6F> R7F, R8F, R9F, R 1 0 F^j J; tjfR 1 1 F|i^ Cl--8 7;U 

10 ^^iffKi^tii^^, -jR^ (I) r^^tiiit^i^E^iTm,t!b::ti 

1 -jK^ ( I ) -Cm^tiiit>k'&<0-^\U mU^mW- 1 - 1 4 3 8 5 

6 ^mmmn x v^n^m^ 8-50419 4^mmwxmz^iBixi> 0 , ^tih 

20 1) (I.) 
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A 1 li C 1 ~ 4 7 ;i' ^ 1^ t /cl± C 2 - 4 7 - 1^ >^ 

A3|SCH36i7^:l±Nl6*afcL. 

n{il~5*^t)L. 

R Mi 

(i) ^m=Fs 

(n) C l~8 7;u^;i'^, 

(iii) >'Nny>jg^, 

(iv) C 1 ~4 7;i/3^i/^, 

(v) -hn^, . 

(vi) ^U-'^o^f^;^^, 

(vii) hUv'NU^ h4F"M6s 
(via) h »j/Nn^f-;i/f-:j-||, 

(ix) '>7y|6. 

(x) C 1 - 4 7;i/ + ;l'f-:t^^ 

(xi) NR5R6^ (^4,^ R5isJ:XfR6ii^iiriim3:LX. ^^J^^ttz 

(xii) Rmm^. ttlii 
R2|i 

(i) tK^M^, 

(ii) C 1~4 7>I/+;U^, 
(iu) ^^uy>si^, tti\i 

(iv) h ';>'Nn>f^;i.^:J:^t3L^ 
C y c 1 ^Ji 
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(ii) 4- 




. tfz\i 



(iii) 




in) n^^-^toL, 
5 R 3 tt 

(i) 7lc|IM^-> 

(ii) C l-STfi^^)Vm. 
(iii) 

(iv) C 1 - 47;V3:^i/^, 
10 (v) -ho^, 

(vi) h V^NDjPi^;!/^, 

(vii) h 'pND^ 

(viii) h U/>n;ptf-;pf-t3l, 

(ix) vT/^. tfwii 

15 ix) Cl-'4T)\^^}i^^t^iUt>L. 

(i) — A^-C— COOR^ tti\i ■ 

(ii) 2. 4— ?^7V^'; v*>v^t>-5-'<;U^«rabL. 
A 4 {i 

20 (i) mte-^, 

(ii) C 1 -4 7/1^^1/ 

(iii) -C 1 ~47;U^U>-0-^, t/cli 
iiv) -Cl'-47)^^U>-S-B'kUt>L. 

R7, R8i5itfR9|±-5■i^-r^^®tJ:UT. Tlc^M?, * TtJiC 1 - 4 7;i'^;u. 
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fzfzL. 

(1) R^ii2&ttzii3^iZl^'^tii(Dbl. 

«rat>L> Cy c 1 ;6<^'^-fcfVtrafet i: #> AUi^^l^V, if-w;/, tf. 
2) 




A 1 lie 1 - 4 7;i/^W>»$7tl±C 2-4 7-a'^-v>^tat> 
A2{i-o-St7^:li-S-^S:^t»Ls 
A3{iCH3l*/;{4N^^:^fcL. • 

(i) 

(ii) C 1 ~8t;u^;u^. 

(iii) ^^nyy^^, 

(iv) Cl-4 7;P3^v^, 
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(v) -hn^, 

(vi) h V>'Nn^f-;u^, 

(vii) hU^NDpt 

(viii) h U>'Nn^f-;i/^t^, 

(ix) i^ry^. 

{id) NR5R63I (2|tt,, R5i3j:yrR6{±^it-riVjS32:LT> imW.^ttz 

(xii) M^i^, t7^:{i 

(xiii) ^Tum^iUt>L. 
R2|i 

(i) tIc^I^^. 

(ii) Ci~4 7;v^;u*. 
(Hi) ^Nnyvii^, i^cii 

(iv) h V^Nnptf^;w|6tateU 
C y c 1 £ii 

Cy c 2^li 

(i) mmm&. tfz\t 

(ii) ^xnSSi^ibL, 
R 3 {4 

(i) t-fkW=f: 

(n) C l-ST^W^;!/^, 

(iii) 

(iv) C 1 - 4 7;i'3 + >'^, 

15 
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(v) -hn^, 

(vi) h V^NOpif-A/gl, 
(vii) 

(viii) >';>'>n^^;uf-^^, 

(ix) ->7y^, $7^:li 

(x) C l~4 7;i'^;Uf-;t^t^*>L. 

(i) — A^-C— COOR^ tft\t 

(ii) 2, 4-^7^/'}'J>i/t>-5~^)l^miUt>U 

(i) mife-g-, 

(ii) C 1~4T;V'+V'>|6^ 

(iii) -C i~4t;w^p>'-0-^. JfcJi 

(1) R4{±2fi:t/cl±3fitCife^t-5'{>Oi: L, 

(2) R^^JfsttJCig'&U A*iii^m^ttzii>i^l^>imt>L. A^UfCH 

3) -nsc^ (I) •c^?n<&'fk-^jfeo$s!3t:^&JcKt-So 

16 
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His Tju^n^m. 7-a/'5^-;i/^, 7;i/^-;w^> 7;u3^->3g, 7)u^n^f- 
(D. L. d, \m . ^^nvh^^y^Sltci^Mtt^ (Ii5«li4^. 

C 2-47;i"Jr-kv^i:Ji. xr-i/>, ^n^^i^^, ^x-W^^is 

h VyNn^f^;i.^tJi, 3't7^ii^, ^^M^. 7>;^^ii^, ^m'FKl 
h'j^ND^ h^i/^tli, 3^;^M^-. ^^Sf-, 77^^^-, 

Y^)^^u^^A^f-t^t\±s B^m^"^. Mm^iF. 7ymm=F. ^mw.^ 

17 
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i/Cru^f^y^ i/^uti^^y. 'y^ruj-fy^ 'y^urty, i/i^u^y 
'y^n^^r-^y^ i/iru^y^ 'Jj^y^ 'yi^ v^^-i^-'Jjiy^ ^y^y^ 

^y^vy, ^yry. i-y^uy, yxvy, -yt^-^vy^ y^ty^-u^ 
ryy^^iy^ T^-fy^vy^ tr7i-^>^ ^;ni Kn^v^^ 
(vl: Kn>f y-T'v) , Kn>f vf^, vH ^ 

\LYuy)\/-^vy^ Kn7x:f> hi^^ ^;ni Kn t> b 9-t>^ 

'^/Pt K^T-fe:^7f^^>, '^^Ufc Kn7x::i M'y^u^y^y^ tr«> 

^n^:^-<f>, tfv^D^T'^:^ ([2. 2. 1] Ifi/^D^T'^^) , tr'> 

i^uti^^y, ei/^Dyt>^ if'>:^nf'*>, 7 r-^y ^ y^n^mfhti 

So 

trn-;u, >f 5 h V 7V-;k t h yV~}K t:*7 l^'J ^ 

tf7->*>^ ev^v^V, ev^v'^. 7-tfli'>, 'yT^}£y^ yyy^ tf 

:i-#-febr>, t^^^}dy^ ^tya^y. ^r^y {^t^dyy) , f- 

T-^\£y. f^7v7V-;K ■f77v>. ^TVT'yy. f-TT^My, 
'Jr-^My^ 'f^K-;!/, >fv^>J?_;i,^ ^>V77>. -1'V^>V'77>, 
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^yv^ty j^y^ ^iv^y^^-^-y 3.y, >f>^v-;K ^J^)y. ^y^ 
J^)y. y^yvy. ■f7'f-^)vy, ^y^-9-v>> ^tV';>> 

7^^)Vywwmfhith„ 

')'yy, V\iVu}£y-yy, vtKne'M>^>> vtKDey^^i?^, If^ 
10 Vy>, X Knb*'J ^ v?^, r > 7l: Kn 'J 
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,11-1 A^2_c_cqor7.1 



A3' 

(V-2) 
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/fK /-K , .<xvin.i) 

[Cyc2)-(Cycl}-A^-0H 



PhgP, ADDP 

(H) 

.CHO 




^ N^-^^ K2CO3 

(IV) 



f X 

TMSCN. ^-hs I 

Zniz (Cyc2j-^yclV-A^-Al^^o. 

(XX) 

[Cyca}-(Cycl)-A^-Ai^^CN 

-r3 



OH SOCI2 
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-yM., hVJ^f-;uT5>, pJ^;i'7$>, 'J>i^P7^>, "i/i/v^y-f-J^ 
P PAR or 7=/"-^ hfSli, PPARy 7=r->^ hfSttii J:i;^P P AR ^ 7=f 
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f-5':;>^^— If (TK) 7'oqB-:^-^aaTO;Pv7i7-4fitfE^|&a 
^^^-tLT. KcaGcne Basic Vector 2 (ffin'&^» m^-f *^n^ No. 

309-04821) *»'b;W>'7x7— lf«|ititfe^-*«J«)aiU TKT'D^-;^-:^ 
opTKy? (^DVfy^tt, *^'n^^No. 6179-1) 5^e>!C:»5l*>jN<?D7'n^- 
^-?Si4i:Lt:TKynq&-:^- (-105/+51) XETO;i'v7i7— IfilfK 

^;tc^^H^-C**Ga 1 4 Se^JS^ieJ^iJ, . UA S «r 4 ili^ >)iSL7ti>yN 
E^JtrifAL. 4XUAS-TK-LU c. immU U^-iJ^-fifg 

I22?ij#^l : Ga 1 45e{&«FE?!l*ll»)igL;tx>/N>-9— E^iJ 

5'-T(CGAOGGAGTACrGTCCrCCG)x4AGCT-3' 
W^mOa 1 4geODNAi|i'^^J^(D*;i'5K^v;i/5^3g«F*3$$'f*:t h P 

PARa. rttziiS y if> m^mu^^^ti^:* y^^i^S 

etHatS^^' ^'-^mr© J: ^ izj^&ltzo -ttth*,^ ncaGenc Basic vector 
2 (iSa*, :S^'f>^tt, t^UifHo. 309-04821) t^HS^^'^-t L 

Ga 1 4 5eODNAig'giia, l^^it^h 1 4 7#gi-COT5 yKE^'J 
tn- KtiDNATEtCH hPPAR , / ^ f^ll^g^O V Ttr^ Klg-g-'g 
«Sr Kt^ DNA75'7 J: 9 twit-g-LT.PicaGene Basic Vector 2 
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^m^'^Ol X y^SgfCJi S V- 4 0 T-antigenS5|50)K^fTV^t;i'. 
Al aProLysLysLysArgLysVa IGly (K?!l#-^ 2 ) ^ 

LT, ^' :^7;Ux>Hfo^v:}r;v,^ - :/xkf h-y, T y r P r 0 
TyrAspValProAspTyrAla (E3?!l#-^3 ) fcSf^fltiha K 
>^:lll»cE1-iJ:-9^:DNAE?yi:L7to 

bhPPARor, 7 t/c:li<y$^^0'J:«r>Kig'^^t LT^v^T^c^iia 
fe^SU^ti, R. Mukhqjee^ (j. Steroid Biochem. Molec. Biol., 51, 157 (1994)#fl|) ^ 
M. E Green ^ (Gene Expression., 4, 281 (1995)#M) . A. Elbrecht^> (Biochem 
Biophys. Res. Commun., 431 (1996) # S 7t Ji A Schmidt (MoL 
Endocrinology., 1634(1992)#.^) tcEIS^it^tl: h P P AR$§#:0^itifciJ 

11 hPPAR a ';:«f>Ke-^i* : S e ri67_Ty r^es 

t hPPARr ';«'>Kie'^«: S e r"6-Ty r478 
H h P P AR ^ V Kg-^i* : S e r 139_t y r44i 

hPP AR7 1$S&#. lihPPAR7 2$#'(*:-r»4Se r204_Ty rS06 

&:^m^iZMt^i^mi'e-i^~t^<. PPAR Kjfe-^«itX^feL 
tzG^ 1 4SeoDNAie'^l*s l#g;J>^> 1 4 7#g i-C07 ^ y'KE?!l 

S: 3 - Kt & DN A ^^tt-SHS^^ ^ - <>#-trfiS L/Co 
2) thPPARa. 7 t7^:{i(y5^<*:«rffiv^^c;Uv'7x7— l:7->-t-f 

3ej:|g>f-^r;U^fl!l (DMEM) tC^J&iSlflLTS (GIBCO BRLtt, j&^'D 
No. 26140061) «r*^iift 1 0 J: ^ iCiSJjDU $^»a^E5 0U/ 
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m 1 <^^- V"; >G i: 5 0 ;/ g/m 1 (omt:^ h urKv^- y >=g:ijn;i7t^^b 

rt-^?lAt*h7>;^7x^ri/a>»:^L. jHBlia*^*! 0 cm dishfC2X 

«ll Om I imitio U'K-^'-jt^S^ 1 O/i Gal 4-PPAR|ia^ 
^ ^-0.5;/ g tLipofectAMINE (ffio'n^, GIBCOBRLtt, * ^ No. 18324- 
012) 5 0 ;/ 1 =Sr J: < zifo L, JilB^SdishtC^ifl L;to 3 7 *C-C«||=fc 5-6 
l^ra^^t^ 10ml (Omn^J^^mif (GmCOBRLtt, * ^ n no. 26300-061) 
2 0 %t^tr^il!i«:Un£;t:o 3 7Xr--|!fe^« Lt^:^, ifflRgt h V rv>&g 
t-ioT^?-*, 8000ocDs/l 0 0ml DMEM-1 0 %^;Wjfllf»/weUOj^ 

PPAR aTrf-J^ hfSttlCMLTIiv PPAR a tc*t LT^^{c;ki/7 x 
7— tfSfs^oe^^rf&ttfkr § *|gftOT<t'g-ife*;WN--9-^ U > (Eur. J. 
Biochem., 222. 242 (1996) ; Genes & Development, Ifl, 974 (1996)#Bg) 1 0 MIS 
JdNf«^;u v7i7 fffi&tri.ot LT^t I o:*:|S59<l:^J|^0.3//M^ijni^<Offi 

PTARyrrf^T. hf^mzmiXit. PPAR7 (C?tLTWttc;i'v7x 

BUtitfl?.-!!:-^ h n ^rij ^ y > (CelL. M. 863 (1995). Endocrinology.. 122. 4189 
(1996)i3 X m. Med. aent. 22. 665 (1996)#BS) 1 0 fi M^2nilt<^;W v 7x7- 

P P A R ^ 7 ri--;^ hiStttcM LTIi. -ffc^^^r^S ^: v>?§ji(7)^t^D L 
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U2 1 







mum 2 


2. 1 


mmnz (s) 


0. 8 


nmm2 (id 


3. 2 


11^2 (1 2) 


1. 7 


U2 2 


PPARy 7:/- 










nmM2 (1 2) 


1. 4 ' 
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U2 3 

PPAR5 7:/-;^ hfgli 





0 1.0 10.0 


^mm2 (2 2) 
mmM2 (9 3) 
mmme 


1.0 9.3 66.7 

1.0 3 6.1 5 4.7 
1.0 11.9 6 1.6 



mmKAyfli-r^T. (1»7E) «:7fiift («3 5-4 0g) T AW^, 

%mmt&'^B (OB) . -ft:*, JfilllliiJiUfjflltt'JIif (h Vr^U^r'J K (TG) 
W) tc^o*<S^5-»t«rlT«:v\ Sfl J: 0 2 BK. *l&m'^!|S»*0.03% (w/w) 
#trS*l•^ L<li»*^iR.-?-0<><^'?iatL;to flir3 Bi<^l3:00J;*Mll«: 



0,2 4 





JfilllM (mg/dl) TGM (mg/dl) 
3B 3B 


3 > h n-;i/ 

IIM^2 (12) 
Zill38.9mg/k9/day mnm) 


495 ±35 558±107 
214±19* 221 ±66* 



• : p<0.01 vs 3 > h n (1 P7E) 
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m^mibMB (OB) 9:90K^i^m*-hUitii. m m^bm (yv^v 

5 -fe'JK (TG) m > mmum (NEFA) . i^3k;^xD-;u (TO ^ 
tcJ:aS^^»t«:^T«tv\ #/-?7>-^-.^»railSr«/MS(cL;^:o ^B. 17:00 
i::^IS?gfb'g-%*0.5%*;i/#^vp«f-;Hr;i/D-;^ (CMC) ;ic?§ja[tCT^«| 

i3^4J=5.5%tr-tyffi> 1.5%3 V.;^tD-;W, 0.5%3-;W^*ii'^L/c'J)O) 
10 =gr«L/;o 

(TGs NEFA. TCfi[) *fi!5eL;to «f**S52 5 tc^to iriJ, 

hD-;P9^ (0.5%CMC<^*«J4) iSiWI^^-fb-g-^^a^a^M^-C^it^Jai 
15 v^J4E*<bn4;i*o/co 



^2 5 





TCM TG^I NEFAii 
(mg/dl) (mg/dl) (^lEq/l) 


nmin2 (1 2) 


188±5 147±9 489±66 
70±5- 100±14* 178±14»* 



•:p<0.05vs 3> hD-;u (1P7E) 
- : p<0.01 vs 3 > h n - ;u (ia^7E) 
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T^PJ> ll^?p|> WM. v^Kn-AXs 1153 l^;^Tn-;i/jfiLig, ii;V 
ttf>07K^Pifel±#(Cp PAR a 73"-;^ hftffli3J:U^/i;t{4P P AR r Trd" 

eicif. V > K D - A X o u ;^ 7 T -git -^duiiitt^l-igiB <r>^m!^mn t 
25 D-;i/±#ftffl, •?-ntci^.iiiJ!i?5<i:jiSiiiiftii^'?-of6jS. s^n^rm^m^ 

65 



wo 99/46232 



PCT/JP99/01134 



mm 

^^iii, ^n. i^Ms m^. i^m^^. ^^--^m. ^w^mm^x y)^tti 

^K~Ki>tz^ . 1 mg :6»?>l000mg 

1 B lIi:*>^icIijSP&-l-$ti**\ i7t:»±J^£A-A*7t>). mtiol, o.l 
mg*»ib 1 0 0mgOftH-C> 1 B 1 ia:6»^aEI^«P&# (iSF*L<tt, » 
15 IRrtS4) *3fel4l B mra;&»^2 4ltHlO|SfflT»lRrttc#«gig 

(7>tt1)\ tfz\i}mn {yi^y-T., 8fcjfe^-b 
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mmmm 77.^-iy^>m) ^tm^^ti. tatce^o-c 

mm. m^im. %im. "mm. mmu mn. mmm^i:^^ 

szmmttz\mmLxm\^^hmi^<r>^t^ni^^:i,^ ^mwt. V't^ttz 
ii'tii}ii,±<Dmmmmmzmm. mmttumit^^xm^^^hti&o mm 

;KUa.^V>^'j3-;K y'-fi'OX nti: 7)1^=1 -ii'm^^iV^^iiti} ff) 

%i\:M. mmitm. imm. mm^i^A.xi^x^x\^^o ^tih\m^xm 
izii\,^xmit^-A-mmwmizx^xmi&. tfzmm(ommm. 

tiim<ommizmmLxmti:iti>x^:i>o 

i¥^D^-^(ofzt()(o^(Dm(Dmit LTi±, T>t<:>tfzii^n^:k±(Dm^'^ 
Miit^. nmizxt)^:)j^ti^^^^^l^^;^^l^ ^:f^^l^ ^^^^ 
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15 

3 ~> h^'>:;J h#*>^>X7;V7'k: K 




20 3 -fc Kn#'>^:/XT;w-7*b K (20g) ^ nn>-f-;u^ 

(2 5ml) ^XVFV^iy^u \£A^:t.^j^TK > (1 1 4in 1 ) (^r h^t K 
XJyyy (300ml) ?§«t*MtCT mJIJ^LJ^io RJefi-^t^JStC^Hc** 
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1) t^mu rmmm^timm^m (2 3g) mtzo 

TLC:Rf 0.65 (^^-i^-^ : g^®jx^;i,= 3 : 1) ; 

NMR (CDQa) : S 9.98 (s. IH). 7.42-7.56 (in. 3H), 7.30 (m. IH). 5.24 (s, 2H). 
3.50 (s, 3H)o 

3— > h^v.?« h^v^>-:;;U7;i.3-;i/ 




*«'fbT;i'^-'>A«Jf-^^A C6 9 Omg) Or h^fe KD79> (6 0 
ml) jS««tC##^i -cjsijgt/cfk-g-^ (3.0g) (r>7-}-7\Lrxivyy 
(4 0ml) ?§?8L?:ijnx.. %^i^z O^ra^^LTt:, ^^ii-g-jgJffilcl&fQ^ilK 

^^^^^"a : 1) -c^aiu TIB%ttffl*;ttst!lS^fc^ (2.5g) 

TLCiRf 0.39(^^-9-> :ftKJ^f^A'=3 : 1); 

NMR (CDQj) : * 7.25 (U = 7.5 Ha IH), 7. 10-6.95 (m, 3H), 5.20 (s. 2H). .4.70 
(d» J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J = 6Hz, lH)o 
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2 -^mikLtiit^^ (2.48 g > * J: h 7 X 7 (4.64 g ) 

(o^^t;i9-i^> ii 5 om\) mizm^kimniiMg) imi. ^stso 

g^Kif^;V'=5 : 1) •CifilSL. TEi^141i5:>&-r&SliS^I:'g-® (4.41 g) «r# 

/So 

TLC.-Rf o.TK's^'^-:' :»Kxf->w=2 : d; 

10 NMR (CDQa) : * 7.25 (t. J = 7.5 Hz, IH), 7.10-6.95 (m, 3H). 5.20 (s, 2H>, 4.45 
(s, 2H), 3.50 (s, 3H)o 

2- (3 -pt h b4fi/7x-;l/.?«f-;i'f^*) ftK • -^f-^l^J-J^r^i' 

15 

##«^3T$iitL7t<k^!fe (4.4ig) . (l.5inl) . 

^K* V-f A (2.45g) i3J:t;f3'^<b*';'>A (2 5 Omg) OT-bh^ihy/U 
20 (5 0ml) IBj«fSt«3I^IQjt%L7:^. mi^^mmh'AL. h^WML 

5 : 1) T^ifilSL> TEifett^t^^tt'S^M^k'&ife (2.8ig) i%tio 

TLC:Rf 0.57 (^^ifV : g^g5a^^;l'=2 : 1) ; 

NMRCGDQs): S 7.25 (t, J = 7.5 Hz, IH), 7.05-6.90 (m, 3H), 5.20 (s. 2H), 3.80 
25 (s, 2H). 3.75 (s, 3H), 3 JO (s. 3H). 3.10 (s, 2H)o 
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10 



15 



20 



4 -Cfiji L^i'fb'&ift (2.81 g ) Op« ^ y ( 2 0 m I ) 4 N- 
(1 1ml) iftlx.. Sfi-?3 O^-MJi^LTlio Si&fi 

ftg?a:f-;i.= 5 : 1) Tmi. TmiSLmi:tt^mmit^^ (2.16g) «r# 

TLC : Rf 0.45 (^^-^ > I »i?xf-;U= 2:1); 

NMR (CDQa) : * 7.20 (t, J = 7.5 Hz, IH), 6.90 (d. J = 7.5 Hz, IH), 6.85 (d, J » 2 
Hz. IH), 6.75 (dd, J = 7.5. 2 Hz, IH). 5.05 (s, IH). 3.80 (s. 2H). 3.75 (s. 3H). 3.10 
(s.2H)o 

2- (3- (4- (4-.?'^;U7x-A') f^7V^-;l/-2->f;l'P< h^rv) 7 
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m^i^st^m^itzit^ (o.30g) i^it^^uy (1 Oml) izmi. 

2-li Kn4r'»f^;i/-4- {4-^f-}U7ji^n^) f^rV-;i' (0.34g) 

iFh'j7i-;i/*;^7'f V (o.44g) tinx-T. ia-C5^5-Milif LTto aSzl 
5 -g^^ijci, !• -7V'y*;i'**=;wi;vf^y':^> (o.56g) tiraxx, 

l^mWlfZo BU^^W.^mfSLK'y^f-)i'J^-7- Pitlil. ^^ttzo ^Uifk 

- : ftRxf-;w=i 0 : 1) -CflHiL. TUmm^i^f 

10 -fb-^ (0.51 g) i^tio 

TLC:Rf 0.56(^^f>:^l^:^^)V=3 : 1); 

NMR (CDOa) : d 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, IH), 7.22-7,30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H)o 

15 ^Mi^l (1) -^jjfe^l (13 7-1 

20 mmni (i) 

6- (3- (4- (4-^^;V7jc~;I/) 7V-;i'-2-'f;W^ h^v) 7 
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H3C 




CHg 



ILCrRf 0.75(^4^•^^> : ftS?X"?^;i/=2 : 1); 

NMR(CDa3): $ 7.48-7.66 (2H^), 7.43 (IH, s), 7.28-7.10 (3H, m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s). 2.59 (2H, t, J=8.0Hz). 2.39 (3H, s), 2.30 (2H, t. 
J=7.5H2). 1.74-1.46 (4H, m), 1.45-1.16 (2H. m)o 

5- (3- (tr7i-;i/-4 ->f ^I'pt h^i/) 7x-;u) • 
10 :r..Xf;i' 



ILCrRf 0J7(^*'9-> : I^Kx^;i'=4 : 1); 

15 NMR (0x33) : S 7.30-7.62 (m. 9H), 7.20 (m. IH), 6.77-6.83 (m. 3H), 5.08 (s. 
2H), 3.64 (s. 3H), 160 (t, J = 6.8 Hz, 2H). 2.32 (t. J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H)o 




mmfi l (3) 
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4- (3- (tr7Jc.~;u-4-'f;U^ h^v) 7x-;U) T'^' • ^ f'^Wx 




ILC : Rf 0.65 (^^HJ- > : ftRx^;U= 3 : 1 ) ; 

NMR (CDOs) : S 1.51-1 M (m, 4H), 7.31-7.53 (m. 5H), 7.22 (m, IH), 6.78-6.87 
(m. 3H), 5.09 (s, 2H), 3.66 (s, 3H). 2.64 (t, J = 7.5 Hz. 2H), 2.33 (t, J = 7.5 Hz, 2H), 
.1.96(tt,J = 7.5, 7.5Hz,2H)o 

4- (3- (4- (4 -^f-;W7x-;i/) f-7y'-;u_2--f;Up< Y^i/) 7 



15 




TLC:Rf 0.59(^^•^^•i' : ftKxf-;U=3 : 1): 

NMR (CDQa) : * 7.79 (d, J = 8.0 Hz, 2H). 7.44 (s, IH). 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m; 3H), 5.41 (s. 2H), 3.66 (s, 3H), 164 (t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H)o 

4- (3- (2- (5-P«-?'n/-2-7x-;W:t-4r-9-y-;i'-4-'f;l') J^h 




TLC:Rf 0.39(^^'9-> :ftK-i-f'^W=3 I 1); 
10 NMR (CDCI3) : d 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7.17 (m, IH), 6.72-6.77 (m, 

3H), 4.23 (t, J =7.0 Hz, 2H). 3.66 (s, 3H), 2.98 (t, J =7.0 Hz, 2H), 2.60 (t, J = 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J = 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H)o 

mm (6) 

15 6- (3- (2- iS-:f'J-P-2-7Ji-n^i-^'^V-J^-4-^}i^) o^h 




20 iLC:Rf 0.51 CN^-y-v : ftKJ^^/l'=3 : 1) : 

NMR (0x33) : S 8.04-7.92 (2H.m), 7.50-7.36 (3H, m). 7.16 (IH, t, J=8.0Hz), 
6.80-6.60 (3H, m). 4.23 (2H. t, J=7.0Hz), 3.65 (3H, s). 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m). 1.44-1.26 
(2H, m)o 
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10 



15 



mm (7) 

5- (3- (2- (5-^"?^n/-2-7i-n':t^'9-V-;W-4-'f;i') 



NMR (CDCI3) : d 8.03-7.94 (2H.m), 7.49-7.36 (3H. m). 7.23-7. 12 (IH. m), 6.78- 
6.68 (3H. m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t. J=7.0Hz). 2.64-2.52 
(2H, m), 2.38 (3H. s). 138-2.26 (2H, m), 1.75-1.58 (4H, m)o 

2- (3- (3- (tr7i-;i'-4->f;i'^ -/xi\£}V^^) 



iLCiRf o.73(^^-9-:^ :ftKJ^f-;i'=2 : 1): 

NMR (CDQa) : S 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (dd. J = 9.0, 7.6 Hz, 
IH), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz. 
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2H), 2.65 (t, J = 7.4 Hz, 2H),, 1.93 (tt, J = 7.4, 7.4 Hz, 2H)o 

mm (9) 

2- (3- (3- (4- (4-j^-?';U7jc-;I/) 5^7*/-;l'-2-> f 




TLC:Rf o.68(^^"9-> : g^SSi^;i'=2 : 1) ; 

10 NMR (CDQs) : 5 7.79 (d, J = 8.0 Ha 2H), 7.44 (s, IH), 7. 18-7.26 (m, 3H), 6.82- 
6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s. 2H), 2.71 (t, J » 7.5 Hz, 2H), 2.64 
(t. J = 7.5 Hz. 2H). 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H)o 

15 6- (2- (2- (5->f^;W-2-7x~;i/:t^'»J-V-;W-4-'f ;w) 
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10 



15 



20 



TLC:Rf 0.51 (^^-^-^ : 6^®jx-f;i/=5 ; i); 

NMR (CDaj) : S 7.95-8.00 (m, 2H), 7.40-7.45 (m. 3H), 7.02-7. 17 (m. 2H), 6.81- 

6.89 (m, 2H). 4.25 (t, J = 6.4 Hz. 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J = 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 
(m, 2H)o 

mm\ (11) 

2- (3- (if7i-;i'-4-'f;i'p« h^v) 7x-;i^p»'^;i'f-:i-) ftK-^ 



TLC:Rf 0.56(^^-^f> : B^®?-X-?^;l'=3 I 1)1 

NMR (CDQa) : h 7.57-1.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
IH), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s. 2H). 3.71 (s, 3H), 3.07 (s. 2H)e 

2- (3- (2- (5-p'^;i'-2-7x->rt/;i-^-9-y-;P-4--f;l/) 





wo 99/46232 PCT/JP99/01134 



TLCtRf o.36(^#-9'> : l^®SJ-f'^V'=3 : 1); 

NMR (CDQs) : S 7.95-8.00 (m, 2H). 7.37-7.44 (m, 3H), 7.20 (dd. J = 8.0. 8.0 Hz, 
IH), 6. 87-6.90 (m, 2H), 6.80 (dd, J = 8.0. 2.5 Hz, IH), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s. 2H), 2.98 (t. J = 6.7 Hz, 2H), 2.37 (s, 3H)o 

miikm 1(13) 

5- (2- (2- (5-p<-?-^w-2 -7x-;ut^"t'/-;w-4-'f;w) xh 




ILC : Rf 0.59 c^^-y- > : ftKx-?-;i/= 2 : 1 ) ; 

NMR (CDCI3) : S 8.05-7.95 (m. 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H). 6.90- 
15 6. 80 (m. 2H), 4. 25 (t. J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t. J = 6.5 Hz. 2H), 2.60 (t, 
J = 7 Hz. 2H). 2.40 (s. 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H)o 

. Mmm} fl 4) 

6- (2- (4- (4-p»f-;l'7x-A/) f-Ty-;W-2 ->f h^v) 7 
20 x-;i') ^4r-9->K • >^f•-'^•x;^T;^ 
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TLC:Rf ojsc^^-y-^ : |^Kxf^;i/=5 : 1); 

NMR (CDdi) : S 7.79 (d, J » 8.0 Hz, 2H), 7.44 (s, IH). 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m. 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H). 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz. 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz. 2H), 1.61-1.77 (m, 4H). 1.38-1.50 (m, 2H)o 

2- (3- (3- (2- ;w-2-7i-Jl/t*-9-V'-JU-4— YA') 




TLC : Rf 0.29 ('\+-9- V : S^K^f-;i'= 4 : 1 ) ; 
15 NMRCCDQa): * 7.95-8.00 (m, 2H), 7.40-7.46 (m. 3H), 7.17 (dd, J « 8.1, 8.1 Hz. 
IH), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t. J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t. J = 6.8 Hz. 2H). 2.38 (s, 3H). 1.90 (tt, 
J 6.8, 6.8 Hz. 2H). 

20 1(16) 

2- (3- (2- (e7i-;i/-4-'<;U) ih^v) '7:i.^jU^^)V^t) . 
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o 



TLC.Rf o.48(^+-9-:' : ftKJ^f-;i/=3 : 1); 

NMR (CDQa) : S 7.53-7.61 (m, 4H). 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 
IH), 6.78-6.92 (in, 3H), 4.21 (t. J = 7.0 Hz. 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3.14(t, J 
= 7.0 Hz,2H), 3.09(s,2H)o 

2- (4-^'Dn-3- (2- (5-;?«f-/l'-2-7i-;i':^-^H?-V-;W-4 



iLC:Rf 0.41 (^-^-y-v : ftKJ^^/^= 2 : 1) ; 

NMR (CDCla) : * 8.00 (m, 2H), 7.50-7.35 (m 3H), 7.27 (d, J = 8.0 Hz, IH). 6.94 
(d, J = 2.0 Hz, IH). 6.83 (dd, J = 8.0, 2.0 Hz. IH). 4.30 (t, J = 6.5 Hz, 2H). 3.75 (s. 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H)o 

(18) 

2- (4-i^nD-3- (4- (4 -p<f^;u7x-;u) f-7 V-;i/- 2 --f ;u 




CH3 
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HgC 




N 




CI 



10 



IS 



TljC:Rf 0.61(^^'^^> : ftKj:.f';u=2 : 1); 

NMR (CDQs) : S 7.78 (d, J = 8.0 Hz, 2H). 7.45 (s. IH), 7.34 (d, J = 8.0 Hz, IH), 

7.23 (d, J = 8.0 Ha 2H). 7.11 (d, J = 2.0 Hz, IH), 6.93 (dd, J = 8.0. 2.0 Hz, IH). 
5.49 (s, 2H), 3.77 (s, 2H). 3.69 (s. 3H). 3.01 (s, 2H), 138 (s, 3H)o 

mmi^l (19) 

2- (3- (if7i-;i'-4-W^;i'.?t h^->) -4-^'nn7Ji-;i'>'?^;i/f- 



TLC:Rf o.62(^4't> : ftKJ^f';v=2 : 1); 

NMR (CDOs) : S 7.70-7.35 (m. 5H). 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz. 

2H), 7.33 (d, J = 8.0 Hz, IH), 7.03 (d. J = 2.0 Hz, IH), 6.88 (dd, J = 8.0. 2.0 Hz, 
IH), 5.22 (s. 2H), 3,77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H)o 
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2- (3- ( (2E) -3- (tr7x-;l'-4--f;l') 7'o^-;i/t^-» 7 



5 




TLC:Rf 0.63('s+-9->':S^KJ:f^A' = 3 : d; 

NMR (CDOs) : * 7.53-7.63 (m, 4H), 7. 15-7.50 (m, 6H), 6.74-6.93 (m, 4H). 6.45 
(dt, J = 16.2, 5.7 Hz, IH), 4.73 (dd, J = 5.7. 1.4 Ha 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H)o 

2- (3- (3- (lf7x-;U-4--<;i') 7'D>K4r-» 7x-;i/.>t-?^;Wf-t) 




TLC:Rf 0.66(^+-9-> : ftKif^;l' = 4 : 1): 

NMR (CDQa) : * 7.19-7.61 (m, lOH), 6.79-6.92 (m, 3H), 4.00 (t. J » 6.2 Hz. 2H). . 
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3.80 (s, 2H), 3.72 (s. 3H), 3.10 (s, 2H), 2.86 (t. J = 7.7 Hz, 2H). 2.14 (m, 2H)o 
2- (3- (2- (5->f-;i/-2-7i-;l/:i-+-9-y-/W-4-'f ;V) 




TLC : Rf 0.50 Cv^/i?- V '. ftSfxf-;P= 2 : 1 ) ; 
10 NMR (CDQs) : 5 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m. IH). 6.90-6.75 
(m, 3H), 4.25 (t, J = 7Hz, 2H). 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H). 2.40 
(3H, S)a 

15 2- (3- (e7x-;u-4-'f;up{ k:'';'7>-5-^;i'>f-;i/f^t) 




20 TLCiRf 0.22(ftKJ^f-;H ^^•9->= 1 : 2) : 

NMR (CDQs) : 6 8.32 (d. J = 3.0 Hz, IH). 8.18 (d. J = 2.0 Hz, IH), 7.70-7.30 (m, 
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lOH), 5.16 (s, 2H). 3.81 (s. 2H), 3.72 (s, 3H). 3.06 (s. 2H)o 

2- (3- (4' -yne;Hf7x-;i/-4 -^f h + 7x-;W^^;i/ 



TLC:Rf O-eSC^^^-y-^ : SKx-?^;l/=3 : 1) ; 

NMR (CDaj) : ^ 7.60 (d, J = 8.4 Hz, 2H). 7.51 (d, J = 8.2 Hz, 2H). 7.49 (d, J = 
8.4 Hz, 2H). 7.25 (d, J = 8.2 Hz, 2H). 7.24 (dd. J = 7.7, 7.7 Hz, IH), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4. 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H)o 

2- (3- (4- (t*';y>-4->f;i') 7x-A'.>< hi|r'» 7 x-;!/;* 
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15 



20 



TLC:Rf 0.50 ; 

NMR (CDQa) : $ 8.67 (d. J = 4.5 Hz. IH). 8.66 (d, J = 4.5 Hz, IH). 7.67 (d. J = 
8.6 Hz. 2H). 7.50-7.58 (m, 4H), 7.26 (dd, J = 8.0, 8.0 Hz, IH), 6.80-7.01 (m, 3H). 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H)o 



TLCrRf 0.77 : fti?x^;l/= 1 ; 9) *, 

NMR (CDOs) : S 8.86 (d. J = 2.4 Hz, IH), 8.60 (dd, J = 5.0, 1.6 Hz. IH), 7.89 
(ddd, J = 8.0, 2.4, 1.6 Hz, IH), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d. J = 8.2 Hz, 2H), 
7.38 (dd,- J = 8.0, 5.0Hz. IH), 7.26 (dd, J = 8.0, 8.0 Hz. IH), 6.87-7.01 (m. 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H). 3.09 (s. 2H)o 

(2 7) 

2- (3- (4- (1, 3--J:i-^^>[>ir>-5-^n^) 7i-;l/p« 
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TLC:Rf CASC^^-y-^ :ftKJ^f-^=3 : 1); 

NMR (COaj) : S 7.54 (d. J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz. 2H), 7.25 (dd, J = 
5 7.9, 7.9 Hz, IH), 6.86-7.08 (m, 6H). 6.00 (s, 2H). 5.09 (s, 2H). 3.81 (s, 2H). 3.72 (s. 
3H). 3.08 (s, 2H)o 

mm (2 8) 

2- (3- (4- (tf'Jv^>-2-^;W 7x-;i'P< h^^rv) 7x-;U;<f^;l/ 




'iu::Rf o.47(^^'9-> :ftKxf-;i/=2 : 1); 

15 NMR (0X33) : S 8.70 (d. J = 4.6 Hz, IH), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m. IH), 6.75-7.00 (m, 3H), 5. 13 (s, 2H), 3.80 (s, 

2H), 3.72 (s, 3H). 3.08 (s, 2H)o 

mmni (39) 
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2- (5- (tr7j:-;u-4-'f;w> -2-- ^o7x-;^>f^;^•f 




tlx: : Rf 0.38 {^4r-9- V : g^Kxf-;u= 4 : 1 ) ; 

NMR (CDQa) : (5 8. 14 (d, J = 9.0 Hz. IH), 7. 57-7. 65 (m. 4H). 7.45-7.52 (m, 3H), 
7.36-7.45 (m. 2H). 7.08 (d, J = 2.8 Hz, IH), 6.97 (dd, J = 9.0, 2.8 Hz, IH), 5.22 (s. 
2H), 4.22 (s, 2H), 3.71 (s, 3H). 3.07 (s. 2H)» 

m^} (3 0) 

2- (3- (vf7i-;w-4--f;u> b^y) -4 b o^x-Jt'^f'^Uf- 



15 




TLC:Rf o.34(^^-9-> : ft®sxf-;w=4 : 1); 

NMR (CDQa) : S 7.85 (d. J = 5.5 Hz, IH). 7.53-7. 63 (m. 6H), 7.42-7.48 (m. 2H), 
7.33-7.38 (m. IH). 7.20 (d, J= 1.0 Hz. IH). 7.01 (dd. J =5.5. 1.0 Hz. IH). 5.31 (s. 
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2H), 3.83 (s. 2H), 3.71 (s. 3H). 3.00 (s, 2H)o 

2- (3- (4- (1, 3 -vt^-9-^>r>-4-'f;u) 7ji-;W^ h^^^v) 
5 7i-;i'.?if-JU"?^;i-) S^gf-^f-;wji;^f;i' 



*iLC:Rf o.52('v4^•^^:^ :ftKxf';w=3 : 1); 

10 NMRCCDClj): 5 7.74 (d, J = 8.4 Hz. 2H), 7.50 (d, J = 8.4H2. 2H), 7.24 (dd, J = 
7.8. 7.8 Hz. IH), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5.11 (s. 2H), 3.80 (s, 2H), 3.71 (s, 
3H). 3.08 (s. 2H)o 

15 2- (3- (2-7Jc:-;uf^7V-;i/-4--f;i/p« h^v) 7i-;i'p<f^;w-f 





TLC : Rf 0.38 (^^-9- > : i^Kx-?^;u= 4:1); 

NMR (CDQs) : 5 7.92-7.99 (m. 2H). 7.43-7.48 (m, 3H), 7.32 (t. J = 1.0 Hz, IH). 

89 



wo 99/46232 



PCT/JP99/0n34 



7.26 (dd J = 7.9, 7.9 Hz, IH), 6.90-7.04 (m, 3H). 5.27 (d. J = 1.0 Hz, 2H), 3.81 (s. 
2H), 3.72 (s, 3H). 3.09 (s, 2H)o 

5 2- (3- (2- (5-;<f-;i^-2- (4 -f ;l'7x-;u) 




10 TijC:Rf o.8i(^#"9-> :ftKJ^^A'=i : 1); 

NMR (CDCI3) : 5 7.86 (d, J = 8.2 Hz, 2H), 7.25-7. 16 (m. 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H). 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H)o 

15 Mmm\ (3 4) 

2- (3- (2- {2-'7 3L-)V^TV-')V-A-'i)V) ib^v) 7x-;W 




TLC:Rf 0.39(^^'9-> : ftK-i-"?-/l'=4 : 1); 

NMR (CDQa) : S 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
IH), 7.07 (s. IH). 6.81-6.93 (m. 3H). 4.37 (t, J = 6.6 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 
3H). 3.31 (t, J = 6.6 Hz, 2H). 3.09 (s. 2H)o 

90 
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^*fcglll (3 5) 

2- (3- (2- (5-;<"f;i^-2- (4 - h 'J 7;WtD.pf ^;i'7x-;l') t 

5 




TLCiRf o.22(^^"9-> : g^®[J^f-;i'=2 : 1) ; 

10 NMR(CDa3): S 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7.19 (m. IH), 

■f 

6.89 (m, 2H). 6.8 (d, J = 7.2 Hz; IH), 4.25 ( t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H)o 

(3 6) 

15 2- (3- (2- (2-7x^;i/:i-4r-9-V-JU-4-'f>) 7x- 




20 TLCiRf o.40(^^"<t-> : B^K-3^f-;i'=3 : 1); 

NMR (CDCI3) : S 8.00-8.05 (m, 2H), 7.58 (s, IH), 7.41-7.46 (m, 3H), 7.23 (dd, J 
= 8.0, 8.0 Ha IH), 6.81-6.93 (m, 3H), 4.29 (t, J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t. J = 6.5 Hz, 2H). 3.09 (s, 2H)o 
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2- (3- (2- (5-.>«f-;U-2- (4-7;i':i-n7i-;u) ;j-i|.^j-vr-;w 




HjC:Rf o.62(^+-9-> : ftKJ^^A'=i : 1); 

NMR (CDOs) : S 7.96 (m. 2H). 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H). 4.23 (t. J » 
6.6 Hz, 2H). 3.77 (s, 2H), 3.71 (s. 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz. 2H), 2.38 (s, 
3H)o 

2- (3- (2- (5-.?<f-;l'-2- (1, 3 -i^:t^^^ >ir>- 5 A^) 




TLCrRf 0.84(^4r-9->' : S^Kxf-;l/= 1 : i ) ; 

NMR (CDQa) : ^ 7.52 (dd. J = 8.0. 1.4 Hz, IH). 7.43 (d, J = 1.4 Hz, IH). 7.19 (d. 
J = 8.0 Hz, IH), 6.91-6.77 (m, 4H), 6.01 (s, 2H). 4.23 (t. J » 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s. 3H), 3.08 (s, 2H). 2.95 (t, J = 6.7Hz, 2H). 2.35 (s, 3H)o 



92 
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^^^1 (3 9) 

5- (3- (3- (5-pif^;l/-2-7x-A't^"9-V-;V'-4-'f->l') -fxi 



5 




TLC:Rf 0.64(^^'^J-> : g^KJ^^Vl/=2 : 1) ; 

NMR (CDOs) : B 8.00-7.95 (m, 2H). 7.50-7.35 (ra. 3H), 7.20 (dd, J = 8, 7.5 Hz, 
IH), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J = 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m. 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H)o 

M\tm\ UP) 

2- (3- (2- (5-^-?^;i'-2- (4-^nn7i-;V) r^-^-y-V-JU- 




TijC:Rf o.83('^^-9->' : S^Kj^f-;u=2 : 1) ; 

NMR (CDQa) : * 7.93 (d. J = 8.8 Hz, 2H). 7.38 (d. J = 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, IH), 7.06 (m. IH). 6.92 (d, J = 8.0Hz, IH). 6.82 (d. J = 8.0 Hz, IH), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H). 3.70 (s. 3H), 3.15 (s, 2H), 2.97 (t. J = 7.8 Hz, 2H). 
/• 2.39(s.3H)e 
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2- (3- (5->-?';u-2-7x-;i/t^-9-V-;l'-4-'f;i'P< h+v) 7 




nx:;Rf 0.56 (^^-y-^ : i^K-i-f-;i/= 2 : i) ; 

NMR ((3X33) : * 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 
IH), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s. 
3H)o 

2- (3- (3- (5-p<f-;i/-2-7jc:-;i/:§-i|r-9-v-;i'-4->f;w) :/D 




HjC:Rf o.53(^^"9-> : ftKJ^f^;w=2 : 1); 

NMR (C3X33) : S 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H). 7.25 (dd. J = 7.5. 7.5 Hz, 
IH), 6.95-6.75 (m. 3H). 4.00 (t. J = 6 Hz. 2H). 3.80 (s, 2H). 3.75 (s. 3H), 3.10 (s, 
2H). 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H)o 

94 
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mmn} (4 3) 

2- (3- (2- (5-;'f-;i/-2-7x-;i/t^-9-y-;i'-4-'f;v) 




TLC:Rf 0.48('^^•9-> : SKJ^f-;W=3 : 1) ; 

NMR (CDQa) : ^ 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 

10 IH), 6.76-6.81 (m. 3H). 4.25 (t, J = 6.5 Hz, 2H). 3.64 (s, 3H). 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H)o 

2- (3- (2- (5-^-?'iV'-2- (2->^;W7jl-;w) 




TLC:Rf o.70(^#-9-> : itK^-f;l/=2 11); 
20 NMR (CDCI3) : S 7.91 (m. IH), 7.25-7.15 (m, 4H). 6.90-6.77 (m. 3H), 4.25 (t, J = 

6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H). 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H)o 
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2- (3- (2- (5-p«f';W-2- (3->f^;i'7x:^Jl/) :j-^-9-V-;u- 




njCiRf 0.64 c^^-y-^ : i^K^-^ ^1^=2 : 1) ; 

NMR (0X33) : 7.81 (s, IH). 7.76 (d, J = 8.0 Hz. IH), 7.32-7. 14 (m. 3H), 6.89- 
6.76 (m, 3H), 4.23 (t, J = 6.6 H2,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H). 235 (s, 3H)o 

2- (3- (2- (5->f-;i'-2- h*i/7i-;i/). 




TLC:Rf 0.43 (^4r"t> : l^K^f^;i/=3 : 1); 

NMR (CDQs) : 5 7.92 (d, J = 9.0 Hz, 2H). 7.21 (dd, J = 8.1, 8.1 Hz, IH), 6.94 (d, 
J = 9.0Hz, 2H), 6.88-6.98 (m, 2H), 6.81 (m, IH), 4.24 (t, J= 6.7 Hz, 2H), 3.85 (s. 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.36 (s. 3H)o 
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10 



15 



20 



2- (3- (2- (5-->«-?';^-2- (4--hn7i-M :4-^"9-y-;l/- 



TLCiRf o.32('^^-9-> : ftK^"?'>^=3 : i); 

NMR (CDQa) : * 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d. J = 9.0H2, 2H), 7.22 (dd. J = 
8.0, 8,0 Hz, IH). 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz. 2H), 3.78 (s. 2H), 3.72 (s, 
3H). 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H)o 

m mm (4 3) 

2- (3- (2- (5->f-;i'-2-7x-;i't^"9-V-;v/-4-'f ;^) j^K 



njCtRf o.45(^^-9-> : ftK-xf-;i/=3 : i) ; 

NMR (0X33) : ^ 7.96-8.00 (m, 2H), 7.40-7.46 (m, 3H), 6.91 (m, IH), 6.77-6.81 
(m, 2H). 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s. 3H). 3.08 (s, 2H). 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s. 3H)e 



O2N 




CH3 
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2- (3- (2- (5-^f';i'-2-7i-;i't^-9-V-^'-4-'f;W 




5 

TLCrRf OAH-^^-^y :flj^^j:.^jiu=z5 : i); 

NMR (CDCI3) : S 8.00-7.95 (m, 2H), 7.46-7.39 (m. 3H). 7.07 (t, J = 7. 9 Hz, IH), 

6.85^.77 (m, 2H), 4.24 (t, J =6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s. 3H), 3.11 (s, 2H). 
3.00 (t, J - 6.5 Hz. 2H), 2.38 (s. 3H), 2.21 (s, 3H). 

10 

2- (1- (3- (2- (5-p<f^;u-2-7x-;i't^^fv^-;p-4--f;w) 

xh^-» 7x:i;V) x>?-;i/f-:j-) • ^ ^^^XT.-f^l' 



15 




TLCiRf 0.68 : ftKxf-;u=4 ! 1); 

NMR (CHQs) : * 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, IH), 
6.94-6.89 (m. 2H), 6.82-6.76 (m, IH), 4.25 (t. J = 6.7 Hz, 2H), 4. 10 (q, J = 7.2 Hz, 
20 IH), 3.67 (s, 3H), 3.02 (s. 2H), 2.98 (t, J =6.7 H^ 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H)o 
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2- (3- (2- (5->-?^;i'-2-7j:-;u:f+"9-v^-;u-4-'f;u) -i 



5 




TLC:Rf0.72(^*-9->' :ftKJ^f-A'=2 : 1), 

10 2- (3- (2- (5-h'j7;i/:J-np<-?^;l/-2-7i-;W:t^-9-V-;i/-4 




15 TLC-.Rf 0.31 i^^-^y :^m^^}^=4 : 1)1 

NMR (GDQs) : d 8. 10-8.00 (m., 2H). 7.55-7.41 (m., 3H), 7.21 (dd, J = 8.0, 8.0 
Hz, IH), 6*94-6.75 (m. 3H). 4.31 (t, J » 6.5 Hz, 2H). 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3.14 (ra. 2H). 3.08 (s, 2H)o 

20 ^Hkm 1 (F>^) 

2- (3- (2- (5->f-;i'-2-7i-;i':i-^'9-y-;i/-4-^;p) 7'n 
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O 

TLC : Rf 0.54 (^^-^ > I B^KJ^f-;i/= 3 ; i) ; 

NMR (CDQa) : 8 8.00-7.94 (m, 2H), 7.44-7.37 (m. 3H), 7.29 (t, J = 8.2 Hz, IH). 
6.89-6.86 (m, 2H). 6.79 (dd, J = 8.4, 2.0 Ha 1H), 4.17-4.03 (m, 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (m, IH), 3.08 (s, 2H), 137 (s, 3H). 1.41 (d, J = 6.8 Hz, 3H)o 

2- (3- (2- (5-.?»f-;i/-2-7x-;i/t^'9-V-;w-4-'f;i/) 

CHa 

TLC : Rf 0.75 (^^H?- > : ftKxf-n'= 7 : 1 ) ; 

NMR (CDCI3) : S 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H). 7.20 (t, J = 8.2 Hz, IH). 
6.90 (m, 2H), 6.82-6.75 (m, IH), 4.24 (t. J = 6.8 Hz, 2H), 4.17 (q. J = 7.2 Hz, 2H), 
3.82 (d, J = 13.4 Hz. IH), 3.74 (d, J = 13.4 Hz, IH). 3.28 (q, J = 7.0 Hz. IH), 2.98 (t. 
J = 6.8 Hz. 2H), 2.38 (s. 3H), U8 (d. J = 7.0 Hz. 3H). 1.28 (t, J = 7.2 Hz , 3H)o 

(5 5) 

2- (3- (2- (5-^-^;^-2- {4-J-^)V7 t^-^^Z-JV- 
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TLC:Rf 0J7(B^KJ^f^^W:'^^'9->=l .* 2); 
5 NMR(CDCl3): S 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0. 8.0 Hz, IH), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H). 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H). 2.68 (q, J = 7.5 Hz, 2H). 2.37 (s. 3H). 
1.25 (t, J = 7.5Hz.3H)o 

10 ^Hkmi (5 6) 

2- (3- (2- (5-p«f^;W-2- (2, 2-'J7}i^iru-i, S-i?:^^ 




TLC.Hf 0.59(ft®?xf-;|/ : /\+-9-V= 1 : 2); 

NMR (CDOs) : S 7.75 (dd, J = 8.0, 1.0 Hz. IH). 7.69 (d, J = 1.0 Hz. IH), 7.21 
(dd, J = 8.0, 8.0 Hz, IH), 7. 10 (d, J = 8.0 Hz, IH), 6.89 (d. J = 8.0Hz, lH),6.88(s. 
20 IH). 6.80 (d, J = 8.0 Hz, IH), 4.23 (t. J = 6.5 Ha 2H). 3.78 (s. 2H). 3.71 (s. 3H), 
3.09 (s, 2H). 2.96 (t, J = 6.5 Hz. 2H). 2.38 (s. 3H)o 
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mm (5 7) 

2- (3- (2- (5->f-;u-2- (4 -7'Dtr;i/7x-;i') t^-f^Z-P 



5 




*iLC:Rf o.63(B^K•I•f^^^:'^^i^>=l : 2); 

NMR. (GDOs) : 5 7.88 (d, J - 8.5 Hz, 2H). 7.23 (d. J = 8.5 Hz, 2H), 7.21 (dd. J = 
8.0, 8.0 Hz, IH), 6.9^6.75 (m, 3H), 4.24 (t, J =7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s. 
10 3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H). 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H)o 

2- (3- (2- (5->-?^;l'-2- (4-'f vyDtf;l/7x-;i/) t^-^^ 




TLC:Rf 0.60(ftKxf^;l/ : ^^<9->=l : 2); 
20 NMR(CDa3): S 7.89 (d, I = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7.21 (dd, J » 
8.0, 8.0 Hz, IH), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s. 2H). 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, IH). 2.37 (s. 3H), 1.26 (d, J = 
7.0 Hz, 6H)o 
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^ft^^l (5 9) 

2- (3- (2- (5-^5";^-2-7i-;^^7V-;^-4-'^;^) 




TLC : Rf 0.54 (^^r-^- > \ 3 ! 1 ) I 

NMR (CDOs) : <J 7.89-7. 83 (m, 2H), 7.45-7.36 (m, 3H). 7.21 (t, J = 8.0 Hz, IH), 
10 6.91-6.77 (m. 3H). 4.33 (t. J = 6.8 Hz, 2H), 3.78 (s. 2H). 3.71 (s. 3H). 3.19 (t, J = 
6.8 Hz, 2H). 3.08 (s. 2H). 2.47 (s. 3H)e 

2- (3- (2- (5->f';i'-2- (4-7*f^;w7x^;i/) t^-9-y-;w-- 




TLC:Rf b.59(^4r-9-> : ftKx-f;i'=2 : 1)1 
20 NMR (CDCI3) : S 7.90 (d, J = 7 Hz, 2H), 7.25-7.15 (m. 3H). 6.90-6.75 (m, 3H), 

4.25 (t. J = 6.5 Hz. 2H). 3.75 (s. 2H). 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m. 2H). 1.35 (m, 2H). 0.95 (t, J = 7 
Hz, 3H)o 
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2- (3- (2- (5-x-?';i'-2-7i--a't^-9-V-;i'-4-1';l') jly 




TLC:Rf 0J27(^^"9-> : I^Kj^-?^;w= 3 : 1); 

NMR (CDQa) : 5 7.96-8.01 (m, 2H). 7.40-7.48 (m. 3H). 7.21 (dd, J = 8.0. 8.0 Hz, 
IH). 6.87-6.90 (m, 2H), 6.79 (m, IH), 4.24 (t. J = 6.6 Hz, 2H). 3.78 (s. 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz,3H)o 

2- (3- (2- (5-.J«f-;i/-2- (2. 3, 5, 6 -y- Vyy}\^t^-4 




F F 



TLCrRf 0.45('v^^?-> : g^®?x^;i/=4 ; i); 

NMR (CDOs) : S 7.21 (dd. J = 8.0. 8.0 Hz, IH), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H). 3.78 (s. 2H). 3.72 (s. 3H). 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H). 2.42 (s, 
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3H), 2.36-2.30 (m, 3H)o 

2- (3- (2- (5-.Jtf-;i'-2- (4-^>f-;i/7i~;i/) t^i^V-^w 



TLC : Rf 0.66 (^^^ > : |tKJ^f-;i/= 2 : 1 ) ; 
10 NMR (CDQa) : * 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m. 3H). 6.95-6.75 (m. 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.80 (s. 2H). 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t. J = 6.5 Hz. 
2H). 2.65 (t, J = 7.5 Hz, 2H). 2.40 (s, 3H), 1.60 (in. 2H), 1.40-1.25 (m, 4H), 0.90 (t, 
J = 6.5 Hz, 3H)o 

15 mmet} (RA) 

2- (3- (2- (5->-?^;u-2- (3-i5rDn-4-^^;P7x^;u) t 




0 




CH 



>3 



ILC : Rf 0.47 (^^■^^ > : |^Ki^;i'= 3:1); 

NMR (CDQa) : S 7.96 (d, J = 1.8 Hz, IH), 7.75 (dd, J = 7.8. 1.8 Hz. IH), 7.28 (d, 
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J = 7.8 Hz, IH). 7.21 (dd, J = 8.0, 8.0 Ha 1H). 6.88-6.91 (m. 2H), 6.79 (m, IH). 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s. 3H), 3.08 (s, 2H), 2.97 (t. J » 6.6 Hz, 
2H), 2.41 (s. 3H), 2.38 (s, 3H)o 

2- (3- (2- (5->-?^;U-2-v'^n^^v/;W:j-^-9-V^-;U-4_^;U) 




TLC:Rf 0.65('N^-9-> :g^g»xf-;i/=2 : 1); 

NMR (CDQa) : <J 7.20 (m, IH), 6.95-6.70 (m, 3H). 4. 15 (t, J = 7.5 Hz, 2H), 3.80 
(s, 2H), 3,75 (s. 3H). 3. 15 (s, 2H), .2.90 (t. J « 7.5 Hz. 2H), 170 (m. IH). 2.25 (s, 
3H). 2.10-1.20(111, 10 H)o 

2- (3- (2- (5->f^;i^-2- (4- (2--'«5^;U7'ntf;i.) 7i~A') 




CHs 



TLC:Rf 0.58(^4r"9-> ; ftKJ^^;U=2 : 1); 
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NMR (CDCI3) : S 7.90 (d, J = 8 Hz, 2H). 7.25-7.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t. J = 7 Ha 2H), 3.80 (s. 2H), 3.70 (s. 3H). 3.10 (s, 2H), 2.95 (t, J = 7 Hz. 2H), 
2J0 (d. J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m. IH), 0.90 (d, J = 7 Hz. 6H)o 

2- (3- (2- (5->^;i'-2- (4- 1 -yf-;i^7i-;w) t^-^V- 




•iLC:Rf 0J0(^^'9-:/:B^Kxf-;i/=2 : 1); 

NMR (COaj) : 5 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz. 2H), 7.20 (dd, J = 8. 8 
Hz, IH), 6.90-6.75 (m, 3H). 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s. 9H)o 

2- (3- (2- (5->f-;U-2- (4-V'^o^i|ry;i/7x-;W) 




TLC:Rf 0.42(^^-9-> :i^i?x^;i/=4 : 1); 

NMR (CDCI3) : (5 7.88 (d, J = 8.3 Hz, 2H). 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0Hz. IH), 6.87-6.90 (m, 2H), 6.80 (m. IH). 4.23 (t, J = 6.8 Hz. 2H). 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, IH), 2.37 (s, 3H), 
1.70-1.94 (m. 4H). 1.30-1.53 (m, 6H)o 

5 2- (3- (5-P«f^;i'-2- (1, 3-'J^^-^>(>r>-5->()V) 




10 TLC:Rf ojoev^-y-v : ftK^f^;v=4 : 1) ; 

NMR(CDa3) : S 7.55 (dd» J = 8.0, 1.8 Hz, IH), 7.47 (d, J = 1.8 Hz, IH). 7.21 
(dd, J = 8.0, 8.0 Hz. IH), 7.08-7.02 (m, IH), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s. 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H)o 

15 ^m^i (7 0) 

2- (3- (5-^^;i'-2- iA-^V^ti\£n^7x.:=.)U) t^-^V-A^- 




20 

TLC:Rf o.50(^#"ij-> : |^Kj^-?^;u=4 : 1) ; 

NMR (CDOs) : S 7.93 (dd. J = 8.5. 2.0 Hz, 2H). 7.35-7.1 8 (m. 3H). 7.09-7.03 (m. 
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IH), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H). 2.94 
(Sep., J = 7.0 Hz. IH), 2.43 (s. 3H), 1.27 (d, J = 7.0 Hz, 6H)o 

2- (3 - (2- (4-.j»f-;i'-2-7x-;i/:j-^'9-y--;i/-5->f;p) xh 




TLCrRf o.37(^^'tv:ftKif-;i/=3 : 1); 

NMR (CDCI3) : S 8.01-7.96 (m. 2H). 7.46-7.39 (in, 3H), 7.22 (t. J = 8.2 Hz, IH), 
6.97-6.88 (m, 2H), 6.80 (m, IH), 4.23 (t, J = 6.8 Hz, 2H). 3.78 (s, 2H), 3.71 (s, 3H). 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s. 2H), 2.22 (s. 3H)o 

^*fc^l ^7 2) 

2- (3^ (2- (5-p«f-;i/-2- (3. 4-i^> h^->7x-;p) 




TLC:Rf 0.18(^^-9-> : ftKxf-;W=3 ; i); 

NMR (CDQa) : S 7.56 (dd, J » 8.3. 2.0 Hz, IH), 7.50 (d, J = 2.0 Hz, IH). 7.21 
(dd, J = 8. 1. 8.1 Hz, IH), 6.91 (d, J = 8.3 Hz, IH). 6.87-6.91 (m. 2H), 6.80 (ddd. J = 
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8.1, 2.5. 1.0 Hz. IH). 4.24 (t, J = 6.7 Hz, 2H). 3.97 (s, 3H). 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H). 3.09 (s, 2H). 2.97 (t. J = 6.7 Hz, 2H), 2.37 (s. 3H)o 

2- (3- (2- (5-pff-;l'-2- (4- hU7;l/tn;>i f^'>7i-;i/) 




TLC:Rf 0.62(^^'9-> : B^S?^'^^^=2 : 1); 

NMR (CDQs) : (5 8.00 (d, J = 8 Hz. 2H), 7.30-7. 15 (in, 3H), 6.95-6.75 (m, 3H). 
4.25 (t, J » 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s. 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H)o 

2- (3- (2- {5->^^P-2- (3, 4, 5 - h U h^v7a:-;i') 
;j.i^^j.Vr_;y_4_>f ihd\r'» 7 f^^Wf-^^") I^SS ' ^^^^^ 

H3C-0 

CH3 
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TLC:Rf 0.24i^^^> :'8^m^'f-}^=2 l)', 

NMR (CDCI3) : S 7.25-7. 15 (m. 3H), 6.95-6.75 (m, 3H). 4.25 (t. J = 7.5 Hz, 2H), 
3.95 (s, 6H). 3.90 (s, 3H), 3,80 (s, 2H). 3.70 (s, 3H). 3.10 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H)o 

^*fcfian (7 5) . 

2- (3- (2- (5-^"f;i'-2- (4--?<"f/Hf^7i^>- 1 t 



iLC:Rf 0.12 (B^s?if-;w) : 

NMR (CDCI3) : 6 7.20 (dd, J = 8.0, 8.0 Hz, IH), 6.95-6.75 (m, 3H), 4.20 (t, J = 
7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz. 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz. 2H), 2J0 (t, J = 5.0 Hz. 4H). 2.34 (s. 3H), 2.26 (s, 3H)o 

2- (3- (2- (5-p«f-;i'-2- (4->^i»'f-:J-7x-;u) ^^-y-v- 



H3C-N 




>3 




H3C ^cHa 
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10 



15 



20 



TLC:Rf 0.46(g^SSxf^;i. : /\^-9->=i : 2)1 

NMR iCDOi) : S 7.88 (d, J = 8.5 Hz, 2H). 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0. 8.0 Hz, IH), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H). 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H)o 

(7 7) 

2- (3- (2- (5-;<f-JV'-2- {}dV'Jy- 2 A^) 



TLC:Rf 0.60 (^^ifv : ftKxf-;i/= 1 : 2); 

NMR (CDCI3) : S 8.71 (m, IH), 8.05 (m, IH), 7.73 (in, IH), 7.32 (m. IH), 7.21 
(dd, J = 8.0, 8.0Hz. IH), 6.76-6.92 (m. 3H). 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
3.72 (s, 3H). 3.08 (s. 2H), 3.01 (t, J = 6.6 Hz. 2H), 2.44 (s, 3H)o 

(7R) 

2- (3- (2- (5-^f^;i/-2- (f^:f 7i>-2->f A/) 



ILCrRf o.40(^^-9-> : ftKJ^f-;u=3 : 1); 

NMR (CDQs) : 5 7.58 (dd, J = 3.6. 1.3 Hz, IH), 7.37 (dd, J = 5.0, 1.3 Hz, IH), 
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7.21 (dd, J = 8.0, 8.0 Hz, IH), 7.08 (dd, J = 5.0, 3.6 Hz, IH), 6.87-6.91 (m, 2H), 
6.79 (m. IH), 4.22 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s. 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H)o 

5 mmmi (79) 

2- (3- (2- (5-J?«f';u-2- (3--bn-4-pi-?^;U7i-;i/) :t 



10 




iLC ; Rf 0.42 c^^-y- > : ftKJ^-?^^l/= 2 : 1 ) ; 

NMR (CDOs) : S 8.55 (d, J = 1 Hz, IH), 8. 10 (dd, J = 8, 1 Hz, IH), 7.40 (d, J = 8 
Hz, IH), 7.20 (dd, J = 8, 8 Hz, IH), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H). 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s. 3H), 2.40 (s, 
3H)o 

2- (3- (2- (5-.;<f-;i/-2- (4-y.J»f-Jl'7 5 >'7x:i;i') 
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TLC:Rf 0.43(g^ifx-^;i/ : /v:^-9->=i : 2); 

NMR (CEXns) : S 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz. IH), 6.95- 
6.75 (m, 3H), 6.71 (d. J = 9.0 Hz. 2H), 4.23 (t. J » 7.0 Hz, 2H). 3.78 (s, 2H), 3.71 (s, 
3H). 3.08 (s, 2H), 3.01 (s, 61^. 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H)o 

fan 

2- (3- (2- (5->f^;u-2-v'^'n^>f^;u^if9-V-;i'-4--f;i/) 



10 




•nx::Rf o.46(^4^"9-:^ :l^KJ-f^;w=2 : d; 

NMR (CDCI3) : S 7.20 (m. IH), 6. 95-6. 70 (m, 3H). 4. 15 (t, J - 6.5 Hz, 2H), 3. 80 

(s. 2H). 3.75 (s, 3H). 3.15 (m. 3H), 2.90 (t, J = 6.5 Hz. 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H)o 

mmf^i (8 2) 

2- (3- (2- (5-^f^^'-2- (4 ;W7x-;l/) 

J^h^i/) 7x-;u) W^JSL' ^if-n^jiyt^T-n^ 




TLCrRf 0.54(^-^'if> :ftKif^;i'=2 : 1); 

NMR (CDCI3) : 6 7.86 (d, J = 8.0 Hz, 2H). 7.28-7. 15 (ra. 3H), 6. 88-6.76 (m, 3H), 
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4.23 (t. J = 6.6 Hz. 2H), 3.68 (s, 3H), 3.58 (s, 2H). 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s. 
3H), 2.36 (s, 3H)o 

2- (3- (2- {5-ji^}\^-2 - (4-a:-?^;V7i-;U) t4r-9-V-;i/- 
4->f;i/) xh#v) 7i-;i') ftK- -^f-;i'J^;^r;u 




TLC:Rf o^ei^^-^y :ff^n^^fi^=2 : i); 

NMR (CDQa) : a 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m. 3H), 6. 88-6.76 (m, 3H). 
4.23 (t. J = 6.6 Hz, 2H). 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz. 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H)o 

2- (3- (2- (5-^f-;u-2- (4-7'nk:;U7i--tt') t^'^V-P 




'IU::Rf 0.59(^+'9-i' : ftKx^;l/=2 : 1); 

NMR(C3Xa3): S 7.88 (d, J = 8.4 Hz, 2H), 7.27-7.15 (m. 3H), 6.88-6.76 (m, 3H). 
4.23 (t. J = 6.6 Hz, 2H). 3.68 (s. 3H). 3.58 (s, 2H). 2.97 (t, J = 6.6 Hz, 2H). 2.62 (t, J 
= 7.5 Hz, 2H). 2.36 (s, 3H). 1.66 (m. 2H), 0.94 (t, J = 7.5 Hz. 3H)o 
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(8 5) 

2- (3- (2- i5-ji^}l'-2- {A-^V/vMjVyjLOV) 
-;i/-4-'fA') ih^*/) 71-;!/) I^K- ^f-;uxy^r;i/ 




1LC:Rf OMi^^-^y.WISL^^J^^l 11); 

NMR.CCDas) : * 7.89 (d, J = 8.4 Hz, 2H). 7.34-7. 15 (m, 3H), 6. 88-6.75 (m. 3H), 
10 4.23 (t. J = 6.8 Hz, 2H). 3.68 (s, 3H). 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m, IH), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s. 3H)o 

^*fc^l (8 6) 

2- (3- (2- (5-;<^;»/-2- (4- ( 2 -jX f-;i/7'a tf;i/) 




TLC:Rf o.60(^#-<f> : I^SSJ^f-;p=2 : 1); 

20 NMR(CDa3): S 7.88 (d. J = 8.2 Hz, 2H), 7.27-7.15 (m, 3H), 6.90-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s. 2H), 2.97 (t, J = 6.6 Hz. 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, IH), 0.92 (s. 3H), 0.89 (s, 3H)o 
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10 



2- (3- (2- (5-^-?^;U-2- (4-t -y^;i/7x-;i/) r^-^-y-v- 



TLC;Rf 0J7(^+-'^>:ftSxf^;i'=2 : 1); 

NMR (0X33) : * 7.90 (d. J = 8.6 Hz. 2H). 7.44 (d, J = 8.6 Hz. 2H). 7.21 (m,.lH). 
6.88-6.76 (m, 3H). 4.23 (t, J » 6.6 Hz, 2H). 3.68 (s. 3H), 3.58 (s. 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.37 (s. 3H), IM (s, 9H)o 

2- (3- (2- (5->f^;l/-2-'>^DyDe;u^;^-9-V'-;i/-4-.f;w) 



tlx: : Rf 0.47 (StKJ^f-;W : vyd^^Hj- > = ^ . ^ ) ; 

NMR (CDQa) : <y 7.20 (dd. J = 8.0. 8.0 Hz. IH). 6.95-6.75 (m. 3H). 4. 15 (t. J = 
7.0 Hz. 2H). 3.79 (s. 2H). 3.72 (s. 3H), 3.09 (s. 2H). 2.84 (t. J = 7.0 Hz. 2H). 2.22 (s. 
3H). 1.97 (m. IH). 1.05-0.90 (m, 4H)o 



H3C, 
H3C- 

HaC' 




O^CHa 
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2~ (3- (2- (5-p»f^;P~2- (4- (1, 2, 3 -f'T v^7V-;^- 




HjC:Rf o.75(^^'^^> : g^K-xf-;v=2 : i); 

NMR (CDQa) : S 8.72 (s. IH), 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, IH), 6.93-6.77 
(m, 3H), 4.27 (t. J = 6.6 Hz. 2H), 3.78 (s, 2H), 3.71 (s, 3HX 3.09 (s. 2H), 3.00 (t, J « 
6.6 Hz. 2H), 2.41 (s. 3H)o 

2- (3- (2- (5-p«f^;W-2- (4- (4-pff-;l^- 1, 2. 3 -f-7 




CHa 



TLC:Rf 0.89(^+-9-:' :ftK-3^-?^/l'=2 11); 

NMR (CDQs) : * 7.21 (t, J = 7.4 Hz, IH), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz. 

2H). 3.78 (s. 2H). 3.72 (s. 3H). 3.09 (s. 2H). 3.02 (s, 3H), 2.99 (t. J = 6.6 Hz., 2H). 
2.42 (s, 3H)o 
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2- (3- (2- (5-^5^;i/-2- (4-p< h^vTx-;!/) t^'^V-ju 




TLC:Rf o.38('^#-9-> : B^®?if-;w=2 : 1); 

NMR (CDQa) : S 7.91 (d, J = 9.0 Hz, 2H), 7.20 (m, IH), 6.94 (d, J = 9.0 Hz, 2H), 
6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s. 3H). 3.68 (s, 3H), 3.58 (s, 2H). 
2.96 (t, J o 6.6 Hz, 2H), 2.35 (s, 3H)o 

2- (3- (2- (5-ptf-;i'-2- (3, 4-v^ h4rv7x-;i') t^-f 




O 



CHa 

TijCrRf o.i7(^^"9-> : ftKJ^f^;w=2 : 1) ; 

NMR (CDQa + CD3OD) : 8 7.56 (dd. J = 8.2, 2.0 Hz, IH), 7.50 (d, J = 2.0 Hz, 
IH), 7.21 (m, IH), 6.91 (d, J = 8.2 Hz, IH), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz. 2H), 
2.37 (s, 3H)o 
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2- (3- (2- (5-^f-;l/-2- (l, Z-Vt^^^>ir>-^-^ )v) 




TLC : Rf 0.44 (^^-y- > : SKif^;i^= 2 : 1 ) ; 

NMR (CDQs) : * 7.52 (dd. J = 8.2, 1.8 Hz, IH). 7.44 (d, J = 1.8 Hz. IH). 7.21 (m, 
10 IH). 6.99-6.76 (m, 4H), 6.01 ( s. 2H), 4.22 (t. J = 6.6 Hz, 2H). 3.68 (s. 3H), 3.58 (s. 
2H). 2.95 (t. J = 6.6 Hz. 2H). 2.35 (s. 3H)o 

2- (3- (2- (5-pi^/U-2- (3, 4, S-Y^)^y^^yy^=.)V) 



H3C-O 




O 



CH3 

uc:Rf 0.28 (^#-9- : W&i3^i-)i^^2 : 1) ; 

NMR (CDQa) : S 7.28-7. 17 (m, 3H). 6:89-6.76 (m, 3H). 4.23 (t, J = 6.6 Hz. 2H). 
3.94 (s, 6H). 3.89 (s. 3H). 3.68 (s. 3H). 3.58 (s. 2H). 2.97 (t. J = 6.6 Hz. 2H). 2.38 (s. 
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3H)o 

2- (3- (2- (5-p<f-;U-2- i4-Y^)7)Utu;i h^v7i-;l/) 
t-^-^V-jv- 4-^)1') ih^v) 7x-;l') g^K • ^f-;wx;^r;i' 




TLC:Rf 0.61 (^4r-t > : S^KJ^^-'1'=2 : 1) ; 

NMR (GDOs) : S 8.01 (d. J » 8.6 Hz, 2H), 7.32.7. 16 (m, 3H). 6.89^6.76 (m, 3H), 

4.23 (t. J = 6.6 Hz. 2H), 3.68 (s. 3H). 3.58 (s, 2H), 2.97 (t. J = 6.6 Hz, 2H), 2.38 (s, 
3H). 

2- (3- (2- {5-^f-J^-2- (2, 2-'J7)\^to- 1. 3-'Jt^ 




F 



TLCrRf 0.52i'^^'f>:^lSSiJi^)U=2 11); 

NMR (CDQa) : S 7.75 (dd, J = 8.4, 1.8 Hz, IH), 7.68 (d, J = 1.8 Hz, IH), 7.21 (m 
IH), 7.10 (d, J = 8.4 Hz, IH), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3168 (s, 
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3H), 3.58 (s. 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s. 3H)o 

2- (3- (2- (5-;>«f-A/-2- (4 - f U 7;i':^-Dp<f-;Wf-^7i-;i/) 




10 HjC ; Rf 0.45 (^^-^ : SS8if^;i,= 3:1); 

NMR (OXag) : S 8.02 (d. J = 8.4 Hz, 2H), 7.70 (d. J = 8.4 Hz, 2H), 7.21 (t. J = 
7.8 Hz, IH). 6.91-6.73 (m. 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s. 3H), 
3.08 (s, 2H). 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H)o 

2- (3- (2- (5-^f-;l/-2- (4-vTy 7i^;l') 




TLCrRf 0.35(^^-9-> : SKJ^^;U=2 : 1); 

NMR (CDQa) : S 8.08 (d. J = 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m. IH), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz. 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H). 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H)o 
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2- (3- (2- (5->-9";i'-2 - (77>-2--r;i/) :i-+-9-V-;i/-4 



TLC:Rf 0.32(^^-9-:/ : ftgE^f-;u=2 : 1) ; 

NMR CCTOs) : 5 7.52 (m, IH), 7.21 (m, IH), 6.86-6.96 (m, 3H), 6.79 (m, IH). 
10 6.51 (m. IH), 4.24 (t. J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s. 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H)o 

2- (3- (5 -^f^;i/-2-7x-;l/:i-^"9-y-;k-4-'< > 
15 7x-;i/) fit^- p«f^;i/j.Xf /I' 



TLCrRf 0.69(^^-t> :ftKi^^l^=2 : 1); 
20 NMR(CDCl3): S 7.98-8. 10 (m, 2H). 7.40-7.54 (m, 3H), 7.26 (rn, IH), 6.86-7.00 






(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H)o 
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2- (3- (2- (5-^^;i/-2-7x-;i/f^TV-;u-4 j^h^ 




TLC : Rf 0.56 (^^^f > : fti?xf-;w= 2 : 1 ) ; 

NMR (CDQa) : * 7.90-7.81 (m. 2H). 7.46-7.35 (m. 3H), 7.25-7. 16 (m, IH), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H). 3.68 (s. 3H), 3.58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
2H), 2.46 (s, 3H)o 

2- (3- (3- (5-^f-A/-2-7x-;i/:i-^-i?-V-;l/-4-'f;w) "^n 




HjCiRf o.42(^#-<?-> : i^KJ^f-;i/=2 : i); 

NMR (CDQa) : * 7.94-8.04 (m. 2H). 7.36-7.50 (m, 3H). 7.22 (m, IH), 6.76-6.90 
(m. 3H). 3.98 (t. J = 6.2 Hz, 2H). 3.69 (s. 3H). 3.59 (s, 2H). 2.70 (t. J = 7.0 Hz, 2H), 
2.28 (s. 3H), 2.15 (m, 2H)o 
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10 



15 



20 



2- (3 - (2- (2-7x;l;^:t#■^?•V-;^-4-'f;^)^x h^lrv) yj^- 



TLC : Rf 0.53 (^^-9- > : ft^xf ;i/= 2:1); 

NMR (CDQa) : S 7.96-8.08 (m, 2H), 7.57 (s. IH), 7.40-7.52 (m, 3H), 7.24 (ra, 
IH), 6.80-6.92 (m, 3H), 4.28 (t, J = 6.6 Hz. 2H). 3.69 (s. 3H). 3.59 (s. 2H), 3.09 (t, J 
= 6.6Hz,2H)o 

mmm\ n 04) 

2- (3- (2 - (5-p<f-;i/-2- (4-'>^^D^^5/;l/7x-;l/) it^-^- 




TLC : Rf 0.67 e^^-^- > : g^Kif-;i/= 2 : 1 ) : 

NMR (CDQa) : * 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d. J = 8.4 Hz. 2H). 7.21 (m. IH), 
6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz. 2H), 3.68 (s. 3H), 3.58 (s. 2H), 2.96 (t. J = 
7.0 Hz, 2H). 2J5 (m, IH), 136 (s, 3H), 1.73-7.87 (m. 4H), 1.30-1.60 (m, 6H)e 

2- (3- (2- (S-p'f'^u-a- (3-i5'nD-4-^^;i/7i-;i/) t 
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15 



20 



TLC : Rf 0.53 (^^^> : 2 .* 1 ) ; 

NMR (CDQa) : i 7.96 (d. J = 1.8 Hz. IH). 7.75 (dd. J = 8.0, 1.8 Hz. IH). 7.28 (d. 
J = 8.0 Hz, IH), 7.22 (m. IH), 6.78-6.86 (m. 3H). 4.23 (t, J = 6.7 Hz. 2H). 3.68 (s. 
3H). 3.58 (s. 2H), 2.96 (t. J = 6.7 Hz. 2H). 2.40 (s. 3H). 237 (s. 3H)o 

2- (3- (2- (5-^f^n/-2- (4-v^^f^;U75y 7x-;i.) 



n-C:Rf o.3i(^#'t> :ftKjLf-;u=2 : 1); 

NMR (CDQa) : <J 7.84 (d. J = 9.0Hz. 2H). 7.21 (m. IH). 6.78-6.87 (m, 3H). 6.71 
(d. J = 9.0 Hz. 2H). 4.23 (t. J = 6.8 Hz. 2H). 3.68 (s. 3H). 3.58 (s, 2H). 3.01 (s. 6H). 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s. 3H)o 

mtkm} n 0 7) 

2- (3- (2- (5-x^;i.-2 -7x-;i/:j-:^-9-V-;i/- 4 
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TLC:Rf 0.61 : g^KJ^f^;w=2 : 1); 

NMR (CDOa) : S 7.94-8.04 (m. 2H), 7.37-7.50 (m. 3H). 7.21 (m. IH), 6.76-6.89 
(m. 3H), 4.23 (t, J = 6.6 Hz. 2H), 3.68 (s. 3H). 3.58 (s. 2H), 2.98 (t. J = 6.6 Hz. 2H). 
2.75 (q, J « 7.6 Hz. 2H). 1.31 (t, J » 7.6 Hz, 3H)o 

^mm 1 (\ OR) 

2- (3- (2- (5-p«f^;u-2- (4-rf^;P7i-;i/) ^^^y^n^^ 
A-^J^) ih^^y) 7x-;u) mi - :^i-J\^^7.f)^ 




TLCrRf 0.62(^*-9-> : ftgjjL-?-;i,= 2 : i); 

NMR(CDCl3): $ 7.88 (d. J = 8.6 Hz. 2H). 7.16-7.28 (m. 3H). 6.76-6.90 (m. 3H). 
4.23 (t. J - 6.8 Hz. 2H). 3.69 (s, 3H). 3.58 (s. 2H), 2.97 (U » 6.8 Hz. 2H), 2.64 (t, J 
= 7.0 Hz. 2H). 2.36 (s. 3H). 1.62 (m. 2H). 1.34 (m. 2H). 0.93 (t. J = 7.4 Hz, 3H)o 

2- (3- (2- (5-p«-?^;i/-2- (4 od7i^;1/) :f 
4-^;i/) xf^i/) 7x-;i.) ftK- >5^/Ux;^r;i/ 
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TLC:Rf 0.54(^^«9-;^:BKxf^;P=2 : 1); 

NMR (GDQs) : S 7.91 (d. J = 8.6 Hz. 2H), 7.40 (d, J = 8.6 Hz. 2H). 7.21 (m. IH), 
6.75-6.89 (m. 3H). 4.23 (t. J = 6.6 Hz. 2H). 3.68 (s, 3H). 3.58 (s, 2H), 2.96(1. J = 6.6 
Hz, 2H), 2.37 (s, 3H)o 

2- (3- (2- (5-;>if-;U-2- (•?^:j-7 i>- 2 --f ;w) rj-^-ifV-;!, 




TLC:Rf 0.43(^#-9-> :ttKJ^^;«'=2 : 1); 

NMR (CDQa) : 7.58 (dd. J = 3.7. 1.2 Hz, IH). 7.36 (dd. J = 5.2. 1.2 Hz. IH). 
7.22 (m. IH). 7.08 (dd, J = 5.2, 3.7 Hz, IH). 6.77-6.88 (m, 3H). 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz. 2H), 235 (s. 3H)„ 

2- (3- (2- (5-^f-A'-2- (77>-2-'f;W 
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TLc : Rf 0.33 (^^^ > : m^^)^= 2 : 1 ) ; 

NMR (CDQj) : S 7.51 (m. IH). 7.21 (m, IH). 6.92 (d, J = 3.4 Hz, IH), 6.78-6.87 
(m, 3H), 6.50. (dd, J = 3.4. 1.8 Hz, IH). 4.23 (t. J = 6.6 Hz, 2H). 3.68 (s, 3H). 3.57 (s. 
2H), 2.96 (t, J = 6.6 Hz, 2H). 2.36 (s, 3H)o 

2-. (3- (2- (5->f-;u-2- (trv v>-2-'f;l/) 

4->f;i/) ih+s/) 7x-;u) ftK- xf^^i'J^;^T;w 




TLGiRf 0J7 ; 

NMR (GDQs) : <5 8.70 (m, IH), 8,05 (m, IH). 7.78 (ddd. J = 7.8. 7.8, 1,6 Hz. IH). 
7.31 (m, IH), 7.21 (m. IH). 6.76-6.86 (m, 3H). 4.25 (t, J = 6.6 Hz. 2H). 3.68 (s. 3H). 
3.57 (s. 2H). 3.00 (t, J = 6.6 Hz, 2H). 2.43 (s. 3H)o 

2- (3- (2- (5-;>ef^;i/-2- (2 f-;i/7i--a/) 

4->f;u) xh^^^v) 7i^;w) ftK.^f-;ux;;r;w 
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ILCrRf 0.76('^^•^^> :ftex-^;i/=2 : 1); 

NMRCCDQa): $ 7.91 (m, IH). 7.19-7.34 (m. 4H). 6.78-6.87 (m. 3H). 4.25 (U = 
5 6.8 Hz. .2H). 3.68 (s. 3H). 3.58 (s. 2H). 2.98 (t. J = 6.8 Hz. 2H). 2.65 (s. 3H). 2.37 (s. 
3H)o 

2- (3- (2- (5-^f-;i'-2- (3-^^;p7jl-;u) t^'^V-n^- 
10 4-'f;u) JLY^i^) 7x-;P) 1^®?. ^f^;i.x;^T;u 



HX: : Rf 0.55 i^^-^> : ftK-3^-^;i,= 2 : 1 ) ; 
15 NMR(CDCl3): * 7.75-7.82 (m. 2H). 7.17-7.35 (m, 3H). 6.78-6.86 (m, 3H). 4.24 
(t. J = 6.6 Hz. 2H). 3.68 (s. 3H). 3.58 (s. 2H). 2.97 (t. J = 6.6Hz. 2H). 2.40 (s. 3H). 
2.37 (s. 3H)o 

20 2 - (3 - (2 - (5->f^;i.-2- (4 - h U 7;Pt n ^ ^ 
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TLC:Rf 0.57(^^•^^> :i|®jxf^;i/=2 : 1); 

NMR (CDQa) : S 8.09 (d. J = 8.4 Hz, 2H). 7.68 (d. J = 8.4 Hz, 2H), 7.21 (m. IH). 
5 6.75-6.90 (m, 3H). 4.24 (t. J = 6.6 Hz, 2H), 3.68 (s. 3H), 3.58 (s, 2H). 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H)o 

2- (3- (2- i5-ji^A^-2- (4 -7;i/:j-n7i-A') t^-^^/^A^ 
10 -4 -HP) J^h^i/) 7x-;w) ft®. ^^;Ui;;^7^;|. 




lLC:Rf 0,51(^^-t>' :ftKJ^f-;U=2 : 1 ) ; 
15 NMR(CDa3): 7.91-8.04(ni. 2H). 7.05-7.24 (m, 3H), 6.75-6.92 (m. 3H). 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t. J = 6.6 Hz, 2H), 2.37 (s. 3H)o 

2- (3- (2- (5-^f^;i'-2- (4-'>7>'7x-;i.) 
20 4->r/l') ftK- P'f-/Ui;^T;l' 
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TLC : Rf 0.37 (^^^> : ftKxf-;u= 2 : 1 ) ; 

NMR (CDQa) : S 8.07 (d. J = 8.8 Hz. 2H). 7.71 (d. J = 8.8 Hz, 2H). 7.22 (m. IH), 
6.78^.87 (m. 3HX 4.24 (t. J = 6.6 Hz. 2H). 3.68 (s. 3H). 3.58 (s. 2H). 2.98 (U = 
6.6 Hz. 2H), 2.40 (s. 3H)o 

2- (3- (2- (5-p»^;i.-2- i4-X^)U-i, 2, Z-^r'jyv 




Tu: : Rf 0.49 {^^^y \ iiKif-;u= 2 : 1 ) ; 

NMR (CDP3) : 8 7.22 (m. IH). 6.78-6.87 (m, 3H). 4.23 (t. J = 6.2 Hz. 2H), 3.68 
(s. 3H), 3.58 (s. 2H). 3.02 (s. 3H). 2.98 (t. J = 6.2 Hz. 2H). 2.41 (s. 3H)o 

2- (3- (2- (5-^f-;u-2- (2. 3. 5. 6 h 7 7;P:j-n - 4 
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TLC:Rf 0.58 iT-^'^y \ ftKxf-^= 2 : 1) ; 

NMR (CDCla) : 8 7.20 (m. IH). 6.75-6.90 (m, 3H). 4.24 (t, J = 6.6 Hz, 2H). 3.68 
5 (s. 3H), 3.58 (s. 2H), 3.02 (t, J = 6.6 Hz. 2H). 2.41 (s. 3H). 2.33 (s. 3H)„ 

2- (3- (2- (5->f-;U-2- (3--hD-4-^f-n.7i^;i.) it 




1LC:Rf 6.33(^^-9-> :S®fa:f-;u=2 : 1); 

NMR (GDQj) : * 8.55 (d, J = 1.6 Hz, IH). 8.09 (dd, J = 8.0. 1.6 Hz. IH). 7.41 (d, 
15 J = 8.0 Hz. IH), 7.19 (m, IH). 6.70-6.88 (m. 3H). 4.24 (t. J = 6.6 Hz. 2H). 3.68 (s. 
3H). 3.58 (s. 2H). 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s. 3H), 2.40 (s. 3H)„ 

2- (3- (2- (5-.?if-A'-2-v^'0^^->/l/;j-^4fy_;i,_4_^;p) 
20 xh^^v) 7x-;i.) ftK- >f';i'ij:^T;i' 



133 



wo 99/46232 



PCT/JP99/01134 




TLC : Rf 0,50 (^^"t V '. feg?xf-;i/= 2 : 1 ) ; 

NMR (CDCI3) : S 7.21 (m. IH), 6.76-6.86 (m, 3H), 4. 15 (t. J = 6.7 Hz. 2H), 3.69 
(s. 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, IH). 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H)o 

2- (3- (2- (5-->{f-;i'-2-v'^D^>f^;U:j-i|r-9-v^-;p_4_^jp) 




TLCiRf o.50(^*"9-> :ftKxf-/u=2 : 1) ; 

NMR (CDQa) : * 7.21 (m. IH), 6.76-6.86 (m, 3H), 4.15 (t. J = 6.7 Hz, 2H), 3.69 

(s. 3H), 3.58 (s, 2H). 3.11 (m, IH). 2.86 (t, J =6.7 Hz. 2H), 2.24 (s, 3H), 1.58-2.12 
(m, 8H)o 

2- (3- (2- (5-^^;v-2- (4-^>^;U7x::^;i/) r^-^-y-y-;!^ 
-4--Y;i') xh^v) 7x-;i/) fti?' >-?^;wx;^t;i. 



134 



wo 99/46232 



PCT/JP99/01134 



H3C 




TLC : Rf 0.55 (^^"fy I W^^JL^)V= 2 : 1 ) ; 

NMR (Cn^Qs) : $ 7.88 (d. J = 8.0 Hz. 2H). 7.29 (d. J = 8.0 Hz. 2H). 7.17 (m, IH). 
6.70-6.88 (m, 3H). 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s. 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz. 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (in, 2H), 1.20-1.42 (m, 4H), 
0.89(t, j = 6.6Hz,3H)o 

2- (3- (2- {5-;i^A'-2- (e'Jv?>-4— f;u) t^'^)/-n^- 




TLCrRf 0.22(^^■^^> :ftKJtf^;ix=i : i); 

NMR (GDOs) : S 8.90 (d, J = 6 Hz, 2H), 7. 85 (d. J = 6 Ha 2H), 7.20 (dd. J = 8, 8 
Ha 1H). 6.95-6.80 (m. 3H). 4.25 (t. J = 6.5 Ha 2H). 3.80 (s. 2H), 3.75 (s. 3H). 3.10 
(s. 2H), 3.00 (t, J = 6.5 Ha 2H), 2.45 (s, 3H)o 

2- (3- (2- (5->f-;U-2- (e';v*>-3--f;U) 
4--r;U) ih^y) 7i-;i') Wf^' >i^A^s.7.7-}l' 
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TLC:Rf 033(^#'9-> :i^Kxf-;i/=l : 3); 

NMR (CDC^) : S 9.22-9. 18 (m, IH). 8.61 (dd. J = 5.0Hz, 1.8 Hz, IH). 8.25-8.19 
(m, IH), 7.37-7.16 (m. 2H), 6.85-6.76 (m. 3H). 4.23 (t, J = 6.6 Hz. 2H). 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H)o 

2- (3- (2- {S-ji'J-A^-Z- i\£VV>-4-^}V) ^if.^^/^,],^ 
A-^A^) ftgs- .;<f^;i/x;^7-;w 




Rf 0.25 (^#-9- y : i^kj^-9^;i/= 1 : 3 ) ; 

NMR (CDQs) : S 8.71-8.67 (m. 2H). 7.83-7.80 (m, 2H). 7.26-7.17 (m, IH), 6.86- 
6.79 (m, 3H), 4.24 (t, J = 6.4 Hz, 2H), 3.68 (s. 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H)o 

2- (3- (2- (5-.?«f-;i'-2- (4 f-;Hl*'^7i?>- 1 ->f ;p) 
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TLC : Rf 0.39 (J?- D n ;|/ A : p{ ^ y -;i/= 2 0 : 1 ) ; 
NMR (CDQa) : $ 7.21 (n». IH). 6.77-6.85 (m, 3H). 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 
(s, 3H). 3.58 (s. 2H). 3.42 (in. 4H), 2.94 (t, J = 7. 1 Hz, 2H). 2.50 (m. 4H), 2.33 (s, 
3H), 2.25 (s, 3H)o 

2 - .(3- (2- (5-^-?^;i'-2-7i-;U:i-^-9-y-/l'-4-^;i/) ji K 




TLC : Rf 0.79 : 'v^-y- :/ = 1 : 1 ) ; 

NMR (CDQa) : d 7.98 (in, 2H). 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, IH), 
6.95-6.80(111, 3H), 4.58 (s, 2H), 4.25 (t. J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t. J = 
6.5 Hz, 2H), 2.38 (s, 3H). 1.47 (s, 9H)o 

2- (3- (2 - (5-^f^;i'-2- (tr';y:^-3->f;W) 
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1LC:Rf 0.14(^+«9'> :ftKJ^f-;U=l : 2); 

NMR (0X33) : * 9.20 (d, J = 2 Hz. IH), 8.65 (dd. J = 5, 2 Hz, IH). 8.25 (m, IH). 
7.35 (m, IH). 7.20 (dd, J = 8, 8 Hz, IH), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H). 3.75 (s, 3H). 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz. 2H). 2.40 (s, 3H)o 

2- (3- (2- (5-;>«f^;i'-2- (4 f-;Pf^:j-7i-;P) t^'^^T- 




TLC:Rf 0.39(^^'9-> : B^KJ^f^;W=2 : 1) ; 

NMR (CDQa) : S 7.88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H). 7. 17 (dd, J = 
7.8, 7.6 Hz, IH), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J - 6.6 Hz. 2H). Z5l (s. 3H), 2.37 (s, 3H)o 

^i^mi- (13 1) 

2- (3- (2- (5-^■^;^-2-v^^•/Dk^;l/:t#•^^V-;^-4-^';^) 
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TLC:Rf 0.39(^+-9-> : g^^i-9^;i.= 1 : i); 

NMR(CDCl3): S 7.26-7.16 (m. IH), 6.85-6.76 (m. 3H), 4.14 (t. J = 6. 8 Hz. 2H), 
3.68 (s. 3H). 3.57 (s, 2H). 2.83 (t, J = 6.8 Hz. 2H). 2.21 (s, 3H). 2.04-1.90 (m. IH). 
1.01-0.89 (m, 4H)o 

2-. (3- (2- (5->f-;U-2- (4--hD7i^A/) 
4-'f;w) 7i-;i/) g^K . ^■?^;i/i>^r;i/ 




•iLC : Rf 0.57 ^-y-^ : =4:3); 

NMR (COaj) : * 8.29 (d. J = 9.0 Hz, 2H). 8.13 (d. J = 9.0 Hz. 2H), 7.22 (m, IH), 
6.77-6.87 (m, 3H), 4.25 (I. J = 6.6 Hz. 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J = 
6.6 Hz, 2H). 2.42 (s, 3H)o 

mi^m 1 f 1 .q q ) 

2- (3- (2- (5-p«^;U-2- i^JV >-2-^}U) 
4->f;i') xh^v) 7ji-;u) I^K • ;><f^;i/i;^r;i/ 
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ILC. Rf 0.38 (^^"^J-^ : B^g?x-?^;|/= 4:3); 

NMR(CDCl3) : S 8.17-8.29 (m, 3H), 7.83 (m, IH), 7.75 (m, IH). 7.57 (m, IH). 
7.22 (m. IH). 6.78-6.86 (m. 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s. 3H), 3.58 (s, 2H), 
3.05 a J » 6.6 Hz, 2H), 2.49 (s, 3H)o 

n .^4) 

2- (3- (2- (5-^^;i'-2- (3-h V7;i'tn^ h^v7i-;u) 




HjC:Rf o.46(^^"9">' :f^Kif-;i/=2 : 1); 

NMR (CDQs) : S T91 (dt. J = 7.8, 1.2 Hz, IH). 7.85-7.82 (m, IH), 7.45 (t, J = 
7.8 Hz, IH), 7.28-7.17 (m. 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H). 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H)o 

mmmi fia.s) 

2 - (3 - (2 - (5->f-;U-2- (2-h'j7;W:i-np« hi|r'>7i-;U) 
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TLC : Rf 0.43 (^^-^"y : i^Kif'^l'" 2:1); 

NMR (CDCI3) : S 8. 11-8.04 (m. IH). 7.49-7.31 (m, 3H), 7.27-7. 16 (m. IH), 6.88- 
6.76 (m, 3H). 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s. 2H), 2.99 (t, J = 6.6 Hz. 
2H), 2.39 (s. 3H)o 

^mm 1 ( 1 3 fi ) 

2- (3- (2 -■(4-^f-;u-2-7i-;i/:^-^-9-y-;u- 5--f;P) 




1LC:Rf 0.37(^^^f> :i^®5xf-;i/=2 : 1); 

NMR (CDOa) : S 8.02-7.95 (m. 2H). 7.49-7.38 (m. 3H), 7.28-7.18 (m. IH). 6.90- 
6.77 (m. 3H), 4.22 (t, J = 6.8 Hz, 2H). 3.68 (s. 3H). 3.58 (s. 2H), 3. 16 (t. J = 6.8 Hz. 
2H), 2.22 (s. 3H)o 

2- (3- (2- (5-^f^;i/-2- (1, 3-v:i-^-9-^i'^^>-5->f;W 
:j-+-9-V^-;i'-4-'f;i') ih^rv) 7x-;i/>< h^lrv) ft®? • t -rf-;i/X 
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TLC:Rf o.83(^#-9-> : SKj-?^;u=i : 1); 

NMR (CDCI3) : S 7.51 (dd, J = 8.0, 1.8 Hz, IH), 7.43 (d, J = 1.8 Hz, IH), 7.24 (t, 
J = 7.8 Hz. IH), 6.97-6.79 (m. 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H). 2.35 (s, 3H), 1.48 (s, 9H)o 

mm. 

2- (3- (4- (A-jif-n^yjL^n^) f-rv-n/- 2 --f/P^ h^i/) 7 




mmnit^nmLtzit^iiS!! (O.Slg) ^j^^ ^-JU-t yyl^h'uy^y 

(8ml. 1:1) (T^m^mmzmmi. 2ii-:^mti-hv^A7^mm 
(3.2ml) imx.x, MSi-r^snmmwLtzo KBik^^miz^uim^x. 

^)^-^nm^L. TU^^m^ti>:$imit^^ (o.39g) i^tio 

TLC:Rf 0.37 (ftK-^f^-n^) ; 

NMR (0X33+4 drop of CD3OD) : d 7.77 (2H, d. J=8.0H2). 7.45 (IH, s), 7.23- 
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7.31 (3H. m), 6.91-7.05 (3H. m), 5.42 (2H. s). 3.83 (2H, s). 3.08 (2H, s). 2.39 (3H. 
S)o 

mmm i -csit L/c^b^i&oftfc »? iznmif^ id), -mmm i (137) 
■emit L tiit^^im^'^x. nmm 2 -e^^ iii:^^tmmiz^^ l. $ f> 

6- (3- (4- (4-.>if-;U7i-;i/) f-7V-;l'-2-'f/l'.?t hi^v) 7 




TLC:Rf 0.41 : S^Kxf-;U=i : i); 

NMR (CXOs) : $ 7.78 (2H, d. J=8.0H2), 7.43 (IH. s), 7.28-7. 16 (3H. m). 6.90- 
6.78 (3H, m), 5.42 (2H, s). 2.60 (2H, t, J=7.5H2). 2.39 (3H. s), 2.34 (2H, t. 
J=7.5H2), 1.76-1.54 (4H. m), 1.46-1.24 (2H, m)o 

mmm2 (2) 

5- (3- (tr7x-;i'-4-'f;i'^ 7i-;i/) 
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TLC:Rf 0.49 (B^Kjc^;U) ; 

NMR (CDQa) : $ 7.58-7.64 (4H. m). 7.35-7.53 (5H, m). 7.21 (IH. m). 6.78-6.84 
5 (3H, m). 5.09 (2H. s). 2.62 (2H. t. J=7.0H2). 2.38 (2H, t, J=7.0H2). 1.64-1.72 (4H, 



4- (3- (tr7x^;w-4-^;u^ h^irv) 7i-;i^) y^>lSi 

10 



TLC. Rf 0.67 ; 

NMR(d5-DMS0) : S 7.62-7.66 (4H, m), 7.31-7.51 (5H. m). 7.14(1H, dd. J=7.5. 
15 7.5Hz). 6.71-6.82 (3H. m). 5.07 (2H. s). 2.52 (2H. t. J=7.0Hz). 2.06 (2H. t, 
J=7.0Hz), 1.74 (2H. tt.J=7.0. 7.0Hz)o 

(4) 



4- (3- (4- (4->^>«/7x-;l/) f-7y-;i/-2 --f;!/^ h^v) 7 
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TLC:Rf 0.63 (SggJ^f-;!') ; 

NMR (0X33) : * 7.78 (2H. d, J=8.0Hz). 7.43 (IH. s). 7.23 (2H, d. JagiOHz). 
7.22 (IH, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H. t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t. J=7.5Hz), 1.96 (2H. tt. J=7.5. 7.5Hz)o • 

4- (3~ (2- (5-p»f^>-2-7x-;U:j-^"9-y-;w-4->f ;i/) jc h 
TLC:Rf 0.47 (6^K^f^;W) ; 

NMR (CDQa) : 7.94-8.02 (2H. m), 7.39-7.48 (3H, m). 7. 18 (IH. m). 6.72-6.78 
(3H, m), 4.23 (2H. t. J=6.6Hz), 2.98 (2H. t. J=6.6Hz), 2.64 (2H. t, J=7.2Hz). 2.38 
(3H, s). 2.35 (2H, t, J=7.2Hz). 1.95 (2H. tt, J=7.2, 7.2Hz)o 

^*fe^2 (fi) 
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6- (3- (2- (5 -pf ^;!/-2 -7i^;U;i-+-9-y-;i/-4 h 




TLC:Rf 0.41 (:^'DD;^;^A : >^y-;i,= 1 5 : 1); 
NMR (CDOj) : $ 8.02-7.91 (2H. m). 7.49-7.36 (3H. m). 7.16 (IH, t, J=8.0H2). 
6.78-6,69 (3H. m). 4.24 (2H, t, J=7.0H2). 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J-7.5H2). 2.38 (3H, s). 2.34 (2H. t. J=7.5H2). 1.75-1.54 (4H. m). 1.45-1.25 (2H, m)„ 

^mm2 (7) 

5- (3- (2 - (5-^f-;i/-2-7x~;i/:i-i|r'9-V-;i^-4— Ji h 



o 




"ILCrRf 0.36(:^nn;J?;|/i, : ^ 2 5 : 1) ; 

NMR (CDQa) : d 8.04-7.92 (2H. m). 7.49-7.36 (3H. m). 7.17 (IH. t. J=8.0Hz). 
6.78-6.68 (3H, in). 4.24 (2H, t. J=7.0H2). 2.98 (2H, t. J=7.0H2), 2.68-2.53 (2H. m), 
2.45-2.30 (5H. m). 1.79-1.56 (4H. m)o 

2- (3- (3- (l^7i^;v-4-'f;wp< 7i-;u) yu\£)U^t) 
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5 TLC:Rf 0.38 n : ^ ^ y -;U= 1 0 : 1 ) ; 

NMR (GDQs) : d 7.35-7.64 (9H, m), 7.22 (IH. m), 6.78-6.86 (3H. m). 5.09 (2H, 
s), 3^25 (2H. s), 2.70 (2H. t, J=7.5H2), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, 1=7.5. 
7.5Hz)o 

10 mmm2 (qv 

2- (3- (3- (4- (4->f-;W7x-;u) f-7V-A'-2->f;P> 



H3C 




15 

TLC:Rf 0.41 (:^nD*;i/A : ;>{ ^y-;l/= 1 0 : 1) ; 
NMR(ax:i3): <y 7.75(2H.d, J=8.0H2), 7.43(1H, s). 7.18-7.26(3H. m), 6.8O- 
6.91 (3H. m), 5.44 (2H. s). 3.23 (2H, s). 2.71 (2H, t, J=7.4H2), 2.65 (2H. t. 
J=7.4Hz). 2.38 (3H, s). 1.93 (2H, tt, J=7.4. 7.4Hz)o 
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6- (2- (2- (5-p{f-;U-2-7x-;i/:^-+-9-V-;U-4_>f;p) x 



O 




TLCrRf 0.50(:^nn;f:;WA : >e^/-;i/=i 0 : 1); 
NMR (CDCI3) : S 7.95-8.00 (2H. m). 7.39-7.44 (3H, m). 7.07-7. 17 (2H, ra). 6.81- 
6.88 (2H. m), 4.23 (2H, t. J»6.7H2), 3.00 (2H. t. J=6.7H2). 2.57 (2H. t, J=7.3H2), 
2.37 (3H. s). 2.30 (2H, t. J»7.4H2), 1.46-1.69 (4H, m), 1.22-1.40 (2H. m), 

2- (3- (tr7i-;i/-4-'f h^i/) 7x-;i/^f-;i.f-:j-) 




TLC:Rf 0J9 (i^KJ^f-;!') ; 

NMR(C3Xa3): S 7. 60-7. 64 (4H. ra). 7.22-7:53 (6H, m). 6. 89-7. 02 (3H. m). 5.11 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s)o 

2- (3- (2- (5-^f-;u-2 -7x-;i':i-^-9-y-;i/-4 -'f if 




TLC:Rf 033 ; 

NMR (CDQa) : 5 7.95-8.00 (2H, m), 7.40-7.47 (3H, m). 7.21 (IH, dd. J=8.0. 
8.0Hz).-7.03 (IH, dd, J=2.0. l.OHz). 6.88 (IH. ddd. J=8.0. 3.0, 2.0Hz), 6.81 (IH, 
ddd, J=8.0, 3.0, l.OHz). 4.28 (2H, t. J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s). 2.98 (2H. 
t, J=7.5Hz). 2.39 (3H, s)o 

5- (2— (2- (5-^f^n/-2 -7i-;l/:J"4p-9-V-;»'-4-'f ;i') 
^V) 7i-;U) 




TLC:Rf 0.58(^nn.t;i/A : ;)(^y-;U=9 : 1); 

NMR (CDQa) : 6 8.00-7.95 (2H. m). 7.50-7.35 (3H. m), 7.20-7.05 (2H. m). 6.90- 
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6.80 (2H, m), 4.25 (2H, t. J = 7 Hz), 3.05 (2H. t. J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s). 2,35 (2H, t. J = 6 Hz), 1.80-1.50 (4H, m)o 

6- (2- (4- (4-pf.-?^;u7x-;i/) f-TV-;i'-2-'f b^'>) 7 




TLCrRf 0.76 (ft^J^f^;!') : 

NMR (CDQa) : 5 7.79 (2H, d. J=8.4H2), 7.44 (IH, s), 7.15-7.26 (4H, m). 6.91- 
6.98 (2H, m), 5.41 (2H, s). 2.73 (2H, t, J=7.4H2), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m)o 

2- (3- (3- (2- (5-.>«f-;i'-2-7i-;w:t+-9-y-A'-4->f;u) 




TLC: Rf 0.42 uat-)UA '. :^ 9 J -;i'= 10: 1 ) ; 
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NMR (CDQa) : $ 7.94-7.98 (in. 2H), 7.41-7.44 (m. 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 
IH), 6.89 (m. IH), 6.72-6.76 (m, 2H). 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H). 3.01 (t, 
J = 7.2 Hz. 2H). 2.72 (t. J = 6.7 Hz. 2H). 2.66 (t, J = 6.7 Hz. 2H), 2.40 (s, 3H). 1.94 
(tt,J = 6.7, 6.7Hz,2H)o , 

2- (3- (2- (t*7x-;U-4-'r;i/) ih + i/) 7i~;W>f-;Wf^:j-) 




TLC:Rf 0A3(iruX3>ti)UM> : ^^'y-;p= i q ; i); 
NMR (C3X33) : S 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
IH), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H). 3.14 (t. J = 6.8 Hz. 
2H), 3.11 (s. 2H)o 

2- (4-^nn-3- (2- (5 -pf ^;u- 2 -7 jL-;U:j-i^-9-V-;u- 4 
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TLC:Rf 0.38 (Tjt: irux3^)\^A=l : 1 0 I 1 0 0) ; 

NMR (CDQa) : S 7.99 (ni, 2H). 7.50-7.40 (m. 3H). 7.28 (d. J = 8.0 Hz. IH). 7. 15 
(d, J = 2.0 Hz, IH), 6.82 (dd. J = 8.0. 2.0 Hz, IH). 6.30 (br., IH), 4.38 (t. J = 6.5 Hz. 
2H), 3.85 (s. 2H), 3.18 (s. 2H), 3.03 (t. J = 6J Hz, 2H), 2.42 (s. 3H)o 

2- (4-^av-3- (4- (4 -^f^;P7i^;l/) ^7^/~}U- 2 }U 




OH 



■iLCiRf o.42(*: ^^'y-A.: ^nD;j^;i/A=i : 1 0 : 1 0 0); 

NMR (CDCy : * 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. IH). 7.33 (d. J = 8.0 Hz. IH). 
7.22 (d. J = 8.0 Hz. 2H). 7.11 (d, J = 10 Hz. IH), 6.91 (dd. J = 8.0. 2.0 Hz. IH). 
5.50 (s. 2H). 3.80 (s. 2H), 3.04 (s. 2H). 2.37 (s. 3H)o 

2- (3- (tf7x-;i.-4-.f;i.^ ).^.» -4-^'nD7x.=.;l/^f^;i.^ 
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TLC:Rf 0.34(7)C \ J-)V \ ^ uuit-)\,J^= 1:10:100); 

NMR (CDQa) : <y 7.65-7.35 (m. 9H), 7.33 (d, J = 8.0 Hz, IH), 7.01 (d, J = 2.0 Hz, 

IH), 6.87 (dd. J = 8.0, 2.0 Hz, IH), 5.20 (s. 2H). 3.79 (s, 2H), 3.02 (s, 2H)o 

2- (3- ( (2E) -3- (tr7i-;i/-4-'f;i') 7'n/>:-;i/:j-;^S/) 7 




HjC : Rf 0.29 (^^ n n : ^ ^ / -;U= 1 0 : 1 ) ; 

NMR (CDQa) : S 1.22-1.62 (m. lOH). 6.74-6.97 (m, 4H). 6.45 (dt. J = 16.0, 5.6 
Hz, IH), 4.73 (d, J = 5.6 Hz. 2H). 3.84 (s, 2H), 3.12 (s, 2H)o 

^«igi2 (2 1) 

2- (3- (3- (H7x-;i/-4-^;i') yoj^^v) 7x-A/j>« f^;i/f-:j-) 

mi 
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TLCrRf 029(i^nat-Pi. : ;i yf-A^=2 0 : 1); 
5 NMR (CDaj) : S 7.19-7.61 (m, lOH), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz. 2H), 
3.82 (s. 2H), 3.12 (s. 2H). 2.86 (t, J = 7.6 Hz. 2H), 2.14 (tt, J = 7.6. 6.1 Hz, 2H)o 

^*ft^2 ^^^^ 

2- (3- (2- (5-p«f-;i/-2-7x-;P;j-i|r-ifV-;i.-4->f A') Jl^ 
10 ^v) ftg?. >f-;pji;;^r/l' 




TLCrRf 0.52(^Dn*;i/A : ^^y-;i/=9 : 1); 

15 NMR (OXna) : (J 8.00-7.90 (m. 2H). 7.45-7.35 (m, 3H). 7.20 (t. J = 7.5 Hz, IH). 

6.90-6.75 (m. 3H). 4.20 (t. J = 7 Hz, 2H. ). 3.60 (s. 2H). 2.95 (t, J = 7 Hz. 2H). 
2.35(s, 3H)o 

20 2- (3- i\£yjL=.n^-4->[}U;ih^i,) ^^.;>>•>_5_.f;^pl^;^.^^) 
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TLC:Rf 0.14 (tK : :^ 9 J -}\/ \ ^Dnj}?;i/A= 1 : 1 0 : 1 0 0) : 
5 NMR (DMSOdfi) : 8 8.27 (d, J = 3.0 Hz, IH). 8.12 (d, J = 1.5 Hz, IH). 7.75-7.30 
(m. lOH). 5.23 (s. 2H). 3.83 (s, 2H). 3.15 (s. 2H)o 

^mm2 (2 4) 

2- (3- (4' -7'ntr;nf7i-A'-4--f;i'P« h^v) 7i-;i/>-?^;i/ 
10 f^*) ftK 



H3C 




TLC:Rf 0.41 (i^KJ^f-;!/) ; 
15 NMR(CDCl3) : (5 7,60 (d. J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Ha 2H). 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, IH), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5.10 (s. 2H), 3.83 (s. 2 H), 3.10 (s. 2H), 2.63 (t, J =7.4 Hz, 2H). 1.68 (q, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H). 
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2- (3- (4- i\£')'y>-4-^ 7x-;l'^h^v) 7i-;u>f^;w 



5 




lLC:Rf 0.47(^nn;J^;i/A : ^^y-;i/=5 : 1) ; 

NMR (CDCI3 + 17 drops of CDjOD) : d 8.53 (d, J = 5.8 Hz, 2H). 7.61 (d, J = 8.0 
Hz, 2H), 7.49-7.52 (m, 4H), 7.18 (dd, J » 7.7. 7.7 Hz, IH), 6.80-6.95 (in. 3H), 5.07 
10 (s, 2H), 3.76 (s, 2H). 3.02 (s, 2H)o 

mmm2 (2 6) 

2- (3- (4- (if'J v>-3-'f;u) 7i-;ppi h^v) 




TLCrRf 0.44(^nD;}?;i/A : >^y'~;l/ss5 : 1); 

NMR (DMSOdfi) : S 8.88 (d, J = 1.5 Hz, IH), 8.56 (dd, J = 4.8, 1.5 Hz, IH). 8.05 
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(nv IH), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, IH), 7. 19 (dd, J 
= 8.0, 8.0 Hz, IH), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H). 3.73 (s, 2H), 2.99 (s. 2H)o 

^*fe^2 (2 7) 

5 2- (3- (4- (1, 3-'Jir^'^^yir>-5-4)V) 7i-;i/^ h^^i/) 




10 TLC:Rf 0.28(:}'nD:f^;UA : ;>t ^' y-;i/= 10:1); 

NMR (CDQa) : 5 7.53 (d, J » 8. 1 Hz, 2H), 7.47 (d, J = 8. 1 Hz, 2H), 7.26 (dd, J » 
7.8, 7.8 Hz, IH), 6.86-7.07 (m, 6H), 6.00 (s, 2H). 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H)o • 

15 mmm2 (2 8) 

2- (3- (4- {\dVV>-2-^ P) 7ai^)V;i Y^i/) 7x-;U.>lf^A' 
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15 
20 



TLCiRf 0.50(^nn*;l/A : ^^>'-;U= 1 0 : 1); 
NMR (CDQa +3 drops of CD3OD) : S 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, IH), 7.90 (d, 
J = 8.6 Hz, 2H), 7.67-7.82 (91. 2H). 7.51 (d, J = 8.6 Hz, 2H). 7.18-7.29 (ra, 2H). 
6.84-6.94 (m, 3H). 5.13 (s, 2H). 3 .77 (s. 2H). 3.00 (s, 2H), 

2- (5- (tr7x-;u-4--f;Wp« -2-- hn7i-;i/pif-;i.^ 



TLC.Rf 0.40(^an*;i/A : ^^>'-;j/=i 0 : 1); 
NMRCCDQa): 8 8.16(d. J = 9.0Hz. IH), 7.56-7.65(ni,4H), 7.32-7.51 (m, 5H). 
7.04 (d, J = 2.8 Hz, IH). 6.99 (dd, J = 9.0, 2.8 Hz, IH), 5.21 (s. 2H), 4.25 (s, 2H), 
3.09 (s, 2H)o 

2- (3- (e7jL:iA'-4-'f;i/^ h + v) -4-- hn7x~;u^f^;uf^ 
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TLC:Rf 0.25(^'nD*;UA : > :^y-;i/= 1 0 : 1) : 

NMR (GDQj) : $ 7.85 (d, J = 8.4 Hz, IH). 7.35-7.64 (m, 9H), 7. 17 (d, J = 1.6 Hz. 

IH), 7.00 (dd, J = 8.4, 1.6 Hz, IH), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H)o 

2- (3- (4- (1, 3-'yt^-^-(>ry-A-y(}V) y h ^i/) 




ILCrRf 0.35(^nD;J?;i/A : > 1 0 : 1) ; 

NMR (CDCI3) : S 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8. 5 Hz, 2H). 7.25 (dd, J » 

8.0, 8.0Hz, IH), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5.11 (s, 2H), 3.82 (s, 2H), 3.08 (s, 

2H)o 

2- (3- (2-7x-;uf^7vr-;i'-4-^;up< h^v) 7x-;u^f-;wf^ 
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HCrRf 0.42(^'nD;^;l/A : p{ ^/-;l/= 1 0 : 1) ; 

NMR (CDQa) : S 8.80 (brs, IH), 7.90-7.96 (m, 2H), 7.40-7.45 (m. 3H), 7.32 (s, 
IH). 7.25 (dd, J = 7.8, 7.8 Hz, IH). 6.89-7.03 (m, 3H), 5.27 (s, 2H). 3:82 (s, 2H), 
3.09 (s, 2H)o 

2- (3- (2- (5-p<5^;u-2- (4 -pf f^;i/7jL-;i/) t^'t)/-)^- 
ILCiRf 0.42(^nn*;i/A : > ^y-;i/= 1 0 : 1) ; 

NMR (CDOj) : d 7.86 (d. J = 8.0 Hz, 2H). 7.25-7.17 (m. 3H). 7.07 (s, IH), 6.88 
(d. J = 7.8 Hz. IH). 6.80 (dd. J = 8.0. 1.4 Hz. IH). 4.29 (t. J = 7.7 Hz, 2H), 3.87 (s. 
2H). 3.18 (s. 2H). 2.96 (t. J = 7.7 Hz, 2H). 2.39 (s, 3H), 2.37 (s. 3H)o 

2- (3- (2- (2 -7x-;b^TV-;U-4-'f ^W) Jih^v) 
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TLC:Rf 0.46(:}^Dn.iT7l/A : ^^y^;U=l 0 : 1); 
5 NMRCCDQa): S 7.90-7.95 (m, 2H), 7.39-7.46 (in, 3H). 7.23 (dd, J = 7.8, 7.8 Hz, 
IH), 7.08 (s, IH), 6.81-6.98 (m, 3H). 4.38 (t, J = 7.0 Hz, 2H). 3.83 (s, 2H), 3.30 (t. J 
= 7.0Hz,2H), 3.12(s, 2H)o 

10 2- (3- (2- (5-->f^;U-2- (4-h'J7;WtnpJf-;U7xJi;i/) 




15 TLC:Rf 0.27 n 0/-^;i'A : pi ^ y -;l/= 1 0 : 1 ) ; 

NMR (CDOs) : S 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 

(m. 4H), 4.29 (t, J » 7.5 Hz. 2H), 3.86 (s, 2H), 3.17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H). 
2.42 (s, 3H)c 

20 mmm2 (3 6) 

2- (3- (2- (2-7x-;W;i-^-9-V-;W-4--f;l') J^h^v) 7x- 
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TLC.-Rf 0.34 (^'nn^J^^i/A : p{ ^y-;u= 1 0 : 1) ; 
NMR (CDCb) : S 7.99-8.04 (m. 2H). 7.58 (s. IH), 7.42-7.47 (ra. 3H), 7.23 (dd, J 
= 7.7. 7.7 Hz. IH). 6.89-6.95 (m, 2H). 6.83 (dd, J = 7.7. 2.5 Hz, IH), 4.30 (t, J = 7. 1 
Hz, 2H). 3.84 (s. 2H), 3.14 (s. 2H), 3.08 (t, J = 7.1 Hz, 2H)o 

2-. (3- (2- (5->>»-^;U-2- (4-7;V:i-D7aL-;U) t^if-^^/^ji. 




TLCiRf 039(^^nD*;l/A : ^>/-;u= 1 0 : 1) ; 

NMR (CDQa) : * 7.97 (dd, J = 8.8, 5.2 Hz, 2H). 7.24-7.07 (m, 3H), 6.97 (m, IH), 
6.89 (d, J = 7.6 Hz, IH). 6.79 (dd, J = 8.0, 1.8 Hz. IH). 4.25 (t. J = 7. 1 Hz, 2H), 
3.82 (s. 2H). 3.13 (s, 2H). 2.9 7 (t, J = 7.1 Hz. 2H). 2.37 (s. 3H)e 

2- (3- (2- {5-;i^n^-2- (1, 3 -'Jt^-^-O r>- 5 )\^) 
^^"^^V--«/-4-'^;^) i>4ri/) 7x-A'^ f^;i/f-:j-) g^^ 
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TLCzRf. 0.30(>nD*;i/Z* : p{^y_;i,= i Q : 1); 

NMR (0303) : S 7.53 (d, J = 8;4 Hz, IH), 7.44 (d. J = 2.0 Hz, IH), 7.21 (t, J = 
7.9 Hz, IH), 7.05 (s, IH). 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H)o 

^Afc^2 f.?Q) 

5- (3- (3- (5-^f^;i/-2-7i-;i/:j-i|r'9-V~;i'-4-'f;i/) 7*0 




TLC:Rf 0.63 (^nn!3>;i/A : > ^y-;u= 9 : 1) ; 

NMR (CDCI3) : S 8.05 -7.95 (m. 2H), 7.50-7.40 (m, 3H), 7. 15 (m, IH), 6. 80-6.70 
(m, 3H), 4.00 (t. J = 6Hz. 2H), 2.75 (t. J = 7 Hz, 2H). 2.60 (m. 2H), 2.35 (m, 2H). 
2.30 (s, 3H). 2.15 (m. 2H). 1.75-1.60 (m. 4H)o 

mmum 2 (4 0) 

2- (3- (2- (5->f-;i'-2- (4-^nD7x-;i/) :j-i|r-iJ-y-;i/_ 
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TLC:Rf 0.29(^^nD>ft;i;A : ^>^-;v=i 0 : 1); 
NMR (OCla) : $ 7.92 (d. J = 8.8 Hz. 2H). 7.41 (d, J = 8.8 Hz. 2H). 7.21 (t, J » 
5 7.9 Hz, IH). 7.02 (m, IH). 6 89 (d. J = 8.0 Hz. IH). 6.81 (d. J = 8.0 Hz. IH), 4.27 (t, 
J = 7.8 Hz. 2H). 3 86 (s, 2H), 3.16 (s. 2H) , 2.97 (t. J = 7.8 Hz, 2H). 2 39 (s. 3H)o 

2- (3- (5-;)<f^;i/-2-7x-;i/:^-^-9-y-;u-4-^;P;< y 
10 x.:^Jl^ji^n,f-t) g^K 




TLC:Rf 0.37(^Dn;^;l/A : ;><^/--;u=9 : 1) ; 
15 NMRCCDQa): d 8.05 -7.95 (m. 2H). 7.50-7.40 (m, 3H). 7.25 (dd. J = 7.5. 7.5 Hz. 
IH). 7.05 (m. IH). 6.95-6.85 (m. 2H). 5.05 (s, 2H). 3.80 (s, 2H). 3.15 (s. 2H). 2.45 
(s. 3H)o 

20 2 - (3 - (3 - (5-^f^;^-2-7x-;^;t+^^V~;^-4-^;^) yn 
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ILCiRf 0.42(^DD;JtA/A : > ^'y-;i/=9 : 1) ; 

NMR (CCCb) : S 8.00 -7.90 (m, 2H). 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

IH). 6.95-6.85 (m, 2H). 6.80 (m. IH). 4.15 (t. J = 6.5 Hz. 2H). 3.85 (s. 2H). 3.10 (s. 
2H). 2.65 (t. J = 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H)„ 

2- (3- (2- (5-j»f^;w-2-7x-;U:}-^-9-V_;p_4 _^;^) 




ILCrRf 0.51 (^nn*;UA : ^ ^/-;l,= 1 0 : 1) ; 

NMR (CDCIj) : S 7.96-8.01 (m, 2H), 7.40-7.45 (m. 3H). 7.22 (dd. J = 8.0. 8.0 Hz. 
IH), 6.92-6.98 (m, 2H), 6.78 (m, IH). 4.22 (t. J = 6.6Hz. 2H), 2.98 (t, J = 6.6 Hz, 
2H). 2.36 (s. 3H), 1.57 (s. 6H )o 

2- (3- (2- (5-p»f^;i/-2- (2-^f^;i/7x^;w) t^'fy-ji^- 
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crnr 



TLC.Rf 0J8(^nn*;UA : > ^y-;u= 1 0 ; 1) ; 

NMR (CDC33) : S 7.89 (m. IH), 7.33-7. 17 (m. 4H), 6.99-6.79 (m. 3H), 4.29 (t, J = 

7.2 Hz, 2H). 3.83 (s. 2H). 3.12 (s. 2H). 2.99 (t. J = 7.2 Hz. 2H), 2.61 (s. 3H). 2.39 (s. 
3H)o 

2- (3- (2- (5-p«f^;U-2- (3-;<^;i^7x-;i/) 



TLCrRf 0.39(^nn;}x;i/A : p{^y-;u= 1 0 : 1) ; 

NMR ((3X33) : * 7.79 (m. 2H), 7.37-7. 17 (nv 3H). 7.03 (m. IH). 6.88 (d. J - 7.4 
Hz, IH), 6.81 (m, IH). 4.28 (t, J = 7.2 Hz. 2H). 3.86 (s. 2H). 3. 16 (s. 2H). 2.98 (t. J 
= 7.2 Hz. 2H). 2.40 (s. 3H). 2.39 (s, 3H)o 

^M^2 ^4fi) 

2- (3- (2- (5-pt^;u-2- (4-^ hi|pv7i-;w) 




OH 
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TLC:Rf 0.43(^'^^,i^;^A : ^^y-;w=i 0 : 1); 
NMR (CaXla) : S 7.92 (d, J = 9.0 Hz, 2H). 7.20 (dd, J = 7.9, 7.9 Hz, IH), 7.05 (m, 
IH), 6.95 (d, J = 9.0 Hz, 2H). 6.78-6.90 (m. 2H). 4.27 (t, J = 7.4 Hz, 2H), 3.86 (s. 
2H). 3.85 (s. 3H), 3.17 (s. 2H). 2.96 (t, J = 7.4 Hz. 2H). 2.36 (s, 3H)o 

^*fc^2 (4 7) 

2- (3- (2- (5-;»«^JU-2- (4 h d 7x-;i/) t'^f-^^r-ji,- 




TLC : Rf . 0.48 n n ^J^n^ A : pi y -;i/= 9 : 1 ) ; 

NMR (CDQa) : S 8.29 (d, J = 9.0 Hz. 2H), 8. 13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.0, 8.0 Hz, IH), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, IH), 4.27 (t, J = 6.5 
Hz. 2H), 3.82 (s, 2H), 3.13 (s. 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H)o 

^mim2 f4«) 

2- (3- (2- (5-p'f';l/-2-7i-;i':j-^-ifV-;i/-4-'f ;U) J^h 
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TLC:Rf 026(jJ^DD*;i,A:pt^y-;i.:;^C=l 00 : 1 0 : 1); 
NMR (CDQa) : S 7.95-8.00 (m. 2H). 7.41-7.47 (n, 3H). 6.93 (m. IH). 6.89 (n, 
5 IH), 6.81 (dd. J = 2.0, 2.0 Hz. IH). 4.27 (t. J = 7.2 Hz. 2H). 3.81 (s, 2H). 3.17 (s. 
2H). 2.97 (t, J = 7.2 Hz. 2H). 2. 39 (s. 3H)o 

2- (3- (2- i5-:i^)i,-2-yj,-}Vt^^^/-ju-4-^)U) x). 
10 ^i/) -2-^^;^7x-;^^^;^^J^) 




TLC'.Rf 0.29(^nn*;u2, : Q . J 

15 NMR (0)03) : * 8.00-7.95 (m. 2H). 7.45-7.40 (cn, 3H). 7.06 (t. J = 8.0 Hz. IH). 
6.85-6.78 (m. 2H). 4.23 (t. J = 6.5 Hz. 2H). 3.84 (s. 2H). 3.13 (s. 2H). 3.01 (t. J = 
6.5 Hz. 2H). 2.38 (s. 3H). 222 (s. 3H)o 

20 2- (1 - (3-. (2- (5-^^;P-2-7x^;U;i-^H^y-;p_4>^,^) 
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o 



OH 



TLC:Rf 038(^nn;i^;i/i>, : ^^y-;i/=i 0 : 1); 
NMR (CDC^) : S 8.00-7.94 (m. 2H). 7.46-7.39 (m. 3H), 7.23 (t. J = 7.8 Hz, IH). 
7.01 (brs, IH), 6.93 (bid, J = 8.0 Hz, IH), 6.83-6.78 (m, IH). 4.27 (t. J = 7.2 Hz, 
2H), 4.18 (q, J = 7.0 Hz, IH), 3.06 (d, J = 15.6 Hz, IH), 3.04(d, J = 15.6 Hz, IH), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s. 3H). 1.58 (d. J = 7.0 Hz, 3H)o 

2~ (3- (2- (5-.>{-?-A/-2-7i-;i't#-9-V--;i^-4-'f>l') -1 



TLC:Rf 037 (^'OD*;i'i^ : pi ^'y-;i/= 1 0 : 1) ; 
NMR (CDQa) : S 8.00-7.94 (m. 2H), 7.45-7.38 (m. 3H), 7. 18 (t, J = 7.2 Hz, IH), 
7.04 (brs, IH), 6.89-6.77 (m, 2H), 4.77 (m, IH), 3.83 (s, 2H), 3.16(d, J= 15.0 Hz, 
IH), 3. 10 (d, J = 15.0 Hz, IH), 3.01 (dd, J = 14 .2, 5.4Hz, IH), 2.63 (dd. J » 14.2, 
7.8 Hz, IH), 2.35 (s, 3H), 1.34 (d, J » 6.2 Hz, 3H)o 

2- (3- (2- (5 - h 7;Utn^f-;w-2 -7JL.=.;^:^#•9■V-;^-4 




O 



OH 
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HX::Rf 0.23(^nns^;i/A : ^^>'-;u=2 0 : 1); 

NMR (COas) : S 8. 10-8.01 (m, 2H). 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz. IH). 
6.96-6.87 (in. 2H). 6.81 (m. IH), 4.31 (t. J = 7.0 Hz. 2H), 3.81 (s. 2H). 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s, 2H)o 

2- (3- (2- (5-^f-;i'-2-7i-;l/:t^"9-V-;l'-4-'f;v) 




ILCrRf 0.38 (^^"^y : g^ffiji^;w= 1:3); 

NMR (CDCI3) : S 8.00-7.91 (m, 2H). 7.38-7.33 (m. 3HX 7.06 (t. J = 8.0Hz. IH). 
6.83-6.67 (m, 3H). 4. 18-3.94 (m. 2H). 3.67 (s. 2H), 3.15 (m, IH). 3.08 (s. 2H). 2.31 
(s, 3H), 1.34 (d. J = 7.0 Hz, 3H)o 

2- (3- (2- (5->f-;l/-2-7i-;i':j-i|r-9-y-;u-4_>f 
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ONa 



TLC:Rf 0.37(^nD;j?;l/A : ^^y-;i/=l 0 : 1); 
NMR (d^OD) : S 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7. 8 Hz, IH). 
6.94-6.86 (m. 2H), 6.76 (m, IH). 4.24 (t, J = 6.6 Hz. 2H). 3.73 (d, J = 13.2 Hz, IH), 
3.72 (4 13.2 Hz, IH) 3.27 (q, J = 7.0 Hz, IH), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H). 
1.34(d.J = 7.0Hz,3H)o 

2- (3- (2- (5-p«f^;i'-2- (4-i-?^;b7i-;u) 



iLC:Rf o.33(7fc: ^^ifj-A' : ifuv^.}VA=i : 1 0 : 1 0 0) I 

NMR (CDO3) : S 7. 88 (d. J = 8.5 Hz. 2H), 7. 26 (d, J = 8.5 Hz, 2H), 7. 20 (dd, J = 
8.0, 8.0 Hz, IH), 7.01 (d. J = 2.5 Hz, IH), 6.88 (d, J = 8.0 Hz. IH). 6.80 (dd. J = 8.0, 
2.5 Hz, IH), 4.26 (t, J = 7.0 Hz, 2H). 3.8 4 (s. 2H), 3. 15 (s, 2H), 2.97 ft J = 7.0 Hz. 
2H), 2.68 (q, J » 7.5 Hz. 2H). 2.37 (s, 3H). 1.25 (t, J » 7.5 Hz, 3H)o 

2- (3- (2- (5-^^)V-2- (2, 2-'J7)Vtv-l, 3-'y^^ 




O. 



o 



OH 
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TLC:Rf 0.31 (;jc: pt^'^-;!/: :J'DD,-h;i/A=l : 1 0 : 1 0 0)1 
NMR (0X33) : * 7-75 (dd, J = 8.5, 2.0 Hz, IH). 7.69 (d, J = 2.0 Hz, IH). 7.21 
(dd, J = 8.0, 8.0 Hz, IH), 7. 11 (d, J = 8.5 Hz, IH), 6.96 (d, J = 2.5 Hz, IH), 6.«9 (d, 
J = 8:0 Hz. IH), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H)o 

2- (3- (2- (5-.?«f-;i'-2- (4-rahr;W7x-;i') 




TLC:Rf 0.50 (;5K: ^'DD^/i/Asi : i o : i oo); 

NMR (CDQa) : * 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz. IH), 7.02 (d. J = 2.5 Hz. IH). 6.88 (d. J = 8.0 Hz, IH). 6.80 (dd, J = 8.0, 
2.5 Hz, IH). 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H). 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H)o 
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mmm2 fss^ 

2- (3- (2- (5->^;u-2- (4— f yynt:-;i/7i-;i/) t^-*)-)/ 




TLC:Rf o.53(:7K: : ^nn;}?;kA=i : 1 0 : 1 0 0); 

NMKCDQj): S 7.89 (d; J - 8.OH2. 2H). 7.29 (d, J = 8.OH2. 2H), 7.21 (dd. J = 
8.0. 8.0 Hz. IH), 7.06 (d, J = 2J Hz. IH), 6.88 (d. J = 8.0 Hz. IH). 6.81 (dd, J = 8.0, 
2.5 Hz. IH). 4.28 (t, J = 7.5 Hz, 2H), 3.8 7 (s, 2H). 3. 17 (s. 2H). 2.97 (t. J = 7.5 Hz. 
2H), 2.94 (m. IH), 2.38 (s, 3H). 1.26 (d. J = 7.0 Hz, 6H)„ 

2- (3- (2- (5-.?tf^;i/-2-7x^;i/f^7V-;i/-4--f;p) ih^t- 




TLCrRf 0.32(^nn*;UA : p{ 1 0 : 1) ; 

NMR (CaX33) : S 7.88-7.82 (m. 2H). 7.45-7.34 (m. 3H). 7.21 (t, J = 7.8 Hz. IH), 
6.98 (m. IH), 6.92-6.77 (m, 2H), 4.33 (t. J = 7.2 Hz, 2H). 3.83 (s, 2H), 3.20 (t. J = 
7.2 Hz, 2H), 3.12 (s. 2H), 2.47 (s. 3H)o 
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(6 0) 

2- (3- (2- (5-^f-;i'-2- (4-:r^;i^7x-;W 




5 H3C 

TLC:Rf 0.43(^'nn.i^;l/A : ;^ ^y-;w=9 : 1): 

NMR (COas) : S 7.85 (d, J = 7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs. IH), 6.90- 
6.75 (m, 2H). 4.30 (t, J = 8 Hz. 2H), 3.85 (s, 2H). 3.20 (s, 2H). 2.95 (t, J = 8 Hz, 2H), 
10 2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H)o 



2- (3- (2- (5-J:.f-;W-2-7x-n/*4r'9-V-;i/-4--f;W oi-h 
15 yoi^jiusni'ju^t) WpfSt 




TLC:Rf 0.63(:^DD;^;i/A : p«:^y-;i/=5 : 1); 
20 NMR(CDa3): S 7.96-8.01(m, 2H). 7.40-7.47 (m. 3H), 7.21 (dd. J = 7.8, 7.8 Hz. 
IH). 7.04 (m. IH), 6.88 (d. J = 7.8 Hz. IH), 6.81 (dd, J = 7.8. 2.4 Hz, IH), 4.28 (t, J 
= 7.5 Hz, 2H). 3.86 (s. 2H) , 3.17 (s. 2H). 2.98 (t. J = 7.5 Hz. 2H). 2.75 (q, J = 7.4 
Hz, 2H), 1.31 (t, J = 7.4 Hz, 3H)o 
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2- (3- (2- (5->f-;W-2- (2, 3, 5, 6 -r h 7 7;U:^n- 4 




F F 



TLC:Rf 0.33(^^nn*;i/A : ^7-^^= 1 5 : 1) ; 

NMR (CDOs) : S 7,21 (t, J = 7.8 Hz. IH), 6.97-6.75 (m. 3H), 4.26 (t, J = 7.0 Hz. 

2H). 3.82 (s, 2H). 3.12 (s, 2H), 3.02 (t. J = 7.0 Hz. 2H), 2.42 (s, 3H), 2.33 (m, 3H)o 

2- (3- (2- (5-.'»f^;i/-2- iA-^yf-n^yji^-A^) 




1LC:Rf 0.50(^nn.i^;u.i^ : p{ ^'y-;u=9 : 1) ; 

NMR (CEOj) : S 7.90 (d, J = 8 Hz, 2H), 7.30-7. 15 (m, 3H). 7.05 (br., IH). 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H). 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz. 2H). 2.40 (s. 3H), 1.60 (m. 2H). 1.45-1.20 (rn. 4H). 0.90 (t, J = 7 
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Hz. 3H)o 

2- (3- (2- (5-^,-?^;i.-2- (3 -iJ' n d- 4 f-;i.7x-;i.) t 
5 ^•9-V-;P-4->r;W xh^v) 7x-;u;<f^;i.f^;j-) f^g^ 




H-C.Rf 0.63(^nn;j^;ui, ; ^^y_;ps>5 . j); 
10 NMR (CDQa) : i 7.95 (d. J = 1.8 Hr, IH). 7.76 (dd. J - 8.0. 1.8 Hz. IH). 7.29 (d. 
J - 8.0 Hz. IH). 7.21 (dd, J = 7. 8. 7. 8 Hz. IH). 6.99 (m. IH). 6.89 (m. IH). 6.80 (m. 
IH). 4.26 (t. J = 7.1 Hz. 2 H). 3.84 (s. 2H). 3.15 (s. 2H). 2.97 (t. J = 7.1 Hz. 2H), 
2.40 (s, 3H). 238 (s, 3H)o 

15 ^mm2 (fi^^ 

2~ (3- (2- (5->-?^;U-2-v:J^D^^v;i.:j-^^j-V^_;U_4_^^P) 




20 

TLC:Rf 0.38(:^DD*;l/A : >^y-;u=9 . 2); 

NMR (CDQa) : S 7.20 (dd. J = 7.5, 7.5 Hz, IH). 7.05 (br. IH). 6.90-6.75 (n, 2H). 
4.20 (U = 8 Hz. 2H), 3.90 (s. 2H). 3.20 (s. 2H), 2.85 (t. J = 8 Hz. 2H). 2.25 (s. 3H), 
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2.10-1.20 (m. 10H)o 

2- (3- (2- (5--J{f-;l/-2-v^n^:^v/;i/^i|ri^vr-;i,_4_^;i,) 




ONa 



TLCrRf 0.22(^'nDjj*;|/i, : 0 : 1)1 

NMR(CDa3) : S 6.96 (m. IH). 6.76-6.66 (in. 2H). 6.58 (m. IH). 4.00 (m, 2H). 
10 3.48 (s. 2H), 3.07 (s, 2H). 2.74 (m, 2H), 2.62 (m, IH). 2.15 (s. 3H). 2.01-1.89 (m. 
2H), 1.80-1.15 (m, 8H)o 

2- (3- (2- (5-^f-;u-2- (4- {2-:f^}V'XX3\£n^) y^-n,) 
15 :^-^-9-y-;u-4-'f;i') 7x-;Mf-;i/f^*) ftK. 




TLCrRf 0.44(^nD?}^;l/i, : ^y-;V,-9 • 1) ; 
20 NMR(CDa3): S 7.90 (d. J = 7 Hz, 2H). 7.30-7.15 (m. 3H). 7.05 (m. IH). 6.95- 
6.75 (m. 2H). 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s. 2H), 3.00 (t. J = 7.5 Hz, 
2H). 2.50 (d. J = 8 Hz, 2H), 2.40 (s. 3H). 1.90 (m. IH). 0.90 (d. J = 8 Hz. 6H)o 



177 



W099/46U2 



PCT/JP99/01134 



^M^2 (e,7) 

2- (3- (2- (5-^^;l.-2- {4-t-ri-)\^y:r.s.)].) i-^^^/- 




'IlX::Rf.0J0(^DD*A'A:>^y-;U=9 : 1); 

NMRCaOs): S 7.90(d,J = 9H2,2H).7.45(d,J = 9Hz.2H).7.20(dd.J = 8. 8 
Hz. IH). 7.05 (hr.. IH), 6.90-6.80 (m. 2H). 4.30 (t. J = 7.5 Hz. 2H). 3.85 (s, 2H). 
3.20 (s. 2H). 3.00 (t. J = 7.5 Hz, 2H). 2.40 (s. 3H). 1.35 (s. 9H)o 

2- (3- (2- (5-.J«^;l/-2- (4 -v^D^it^'>;i/7i -;!,) 




HjCrRf 0.65(^'DD;}t;UA ; ^^y-/i,= 9 ; i); 

NMR (CDas) : $ 7.89 (d. J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz. 2H). 7.20 (dd. J = 
8.0. 8.0 Hz, IH). 7.03 (m. IH), 6.88 (d. J = 8.0 Hz, IH), 6.80 (dd, J =8.0, 2.2 Hz, 
IH), 4.27 (t, J = 7.5 Hz, 2H) . 3.85 (s. 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz. 2H), 
2.53 (m, IH), 137 (s. 3H). 1.70-1.90 (m. 4H), 1.20-1.52 (m, 6H)o 
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2- (3- (5-^^;i/-2- (1, 3-i^t^^^>:}r>-5-^}U) 



5 




HX::Rf 0.40(:^ DD4^;l/i, : ^ ^y-;i,= 1 0 ; 1) ; 

NMRCCDQa) : S 7.54 (dd. J = 8.0, 1.8 Hz. IH). 7.46 (d. J= 1.8 Hz, IH), 7.21 (d, 
J = 8.0 Hz. IH), 7.07-7.02 (m, IH). 6.96^.82 (m. 3H). 6.02 (s. 2H). 5.00 (s. 2H). 
10 3.78 (S.2H), 3.11 (s,2H). 2.42 (s.3H)o 

mmm2 (70) 

2- (3- (5-^f-;l'-2- (4->fvyntr;i/7i-;w) 
4-'f;U> h^v) 7x-;U^-?^;Uf-:i-) g^^ 




TLCiRf 0.48(^'Dn*;i/A : > ^>'-;i/=l 0 : 1) ; 
NMR (GDQa) : * 7.92 (d. J = 8.5 Hz. 2H). 7.34-7. 17 (m, 3H). 7.08-7.03 (m. IH). 
6.96-6.84 (m, 2H). 5.02 (s. 2H). 3.78 (s. 2H). 3. 11 (s. 2H), 2.94 (sep.. J = 7.0 Hz. 
IH), 2.44 (s, 3H). 1.26 (d. J = 7.0 Hz. 6 H)e 
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2- (3- (2- (4-^f^;i/-2-7ji-;ut+"9-V-;i/-5-'f;w) 




TLC:Rf 0J8(^DD;}?;UA : ^^>/-A'=l 0 : 1); 
NMR (GDQs) : ^ 8.00-7. 95 (m, 2H), 7.49-7.37 (m, 3H). 7. 22 (t, J = 8.0 Hz, IH), 
10 6.95-6.76 (m. 3H), 4.23 (t.J = 7.0 Hz, 2H). 3.81 (s. 2H), 3.15 (t. J = 7.0 Hz, 2H), 
3.10 (s, 2H), 2.22 (s, 3H)o 

2- (3- (2- (5-;<-f;w-2- (3, 4 h^*>7a:-;u) t^"^ 

TLCrRf 0.62(^noj^;ki, : ^^y~;i,= 5 : 1); 
20 NMR (CDQa) : S 7.57 (dd, J = 8.5. 2.0 Hz, IH). 7.51 (d. J = 2.0 Hz. IH), 7.21 
(dd. J = 8.0. 8.0 Hz. IH). 7.04(ni, IH). 6.91 (d, J = 8.5 Hz, IH), 6.78-6.90 (m, 2H). 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s. 3H), 3.93 (s, 3H), 3.86 (s, 2H). 3.16 (s. 2H), 2.96 (t. 
J = 7.5 Hz, 2H). 2.38 (s. 3H)o 
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2- (3- (2- (5-^^;i/-2- (4-h';7;i/tD> h^i/7x-;u) 

5 




TXCrRf 0.39(:J'DD,-^;i^A : ^ ^y-;i/=9 : 1); 

NMR (CDOj) : S 8.00 (d, J = 8 Hz. 2H). 7.30 (d, J = 8 Hz, 2H), 7.20 (dd, J = 7.5, 
10 7.5 Hz, IH), 7.00 (hr. IH) 6.90 (d, J = 7.5 Hz, IH), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s. 2H). 3.15 (s. 2H), 3.00 (t. J = 7 Hz, 2H), 2.40 (s, 3H), 

2- (3- (2- (5->f^;u-2- (3, 4, h#v7x-;u) 
15 :e-^-9-y-A'-4->f;u) xh^^*/) yj.^iu^i'^^t) nJSSt 

H3C-0 

p 
HaC' 

Ox 
CHa 

TLCiRf 0J9(^'DD;j^;VA : ^ ^y'-;l/= 9 : 1) ; 
20 NMR (CDQa) : * 7.25-7.15 (m. 3H). 7.05 (m. IH). 6.90-6.75 (m. 2H), 4.25 (t. J = 
7.5 Hz, 2H). 3.95 (s, 6H). 3.90 (s. 3H). 3.85 (s. 2H). 3.15 (s. 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H)o 
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2- (3- (2- (5-^^;i/-2- (4-p»f-;Hf^7i?>-l-^;i.) 




OH 



TLC:Rf 0.26(*: -Jt^y-;u; ^nD;h;i/A=l : 1 0 : 1 0 0); 
NMR (CDCI3) : 5 7. 14 (dd. J = 7.5. 7.5 Hz. IH). 6.88 (d. J = 7.5 Hz. IH). 6.73 
(dd. J = 7.5. 2.0 Hz, IH). 6.70 (d, J = 2.0 Hz. IH). 4.27 (t, J = 6.5 Hz. 2H). 3.78 (s, 
2H), 3.55 (t. J = 5.0 Hz. 4H). 3.14 (s. 2H). 2.90 (t. J = 6.5 Hz. 2H). 2.85 (t. J = 5.0 
Hz, 4H), 2.51 (s. 3H), 2.19 (s, 3H)o 

2- (3- (2- (5-^f^;i/-2- (4->^;uf-:j-7i-;i') rj-^^-y-y- 



20 TLCrRf 0.33 (tK : ^ ^ ^ -;H D D:^;l/i,= 1 : 1 0 : 1 0 0) ; 

NMR (COaj) : 5 7.88 (d. J = 8.5 Hz. 2H). 7.27 (d. J = 8.5 Hz. 2H). 7.20 (dd. J = 
8.0. 8.0 Hz, IH). 7.03 (dd. J = 2.5. 2.0 Hz. IH). 6.88 (ddd. J = 8.0. 2.0, 1.0 Hz. IH), 
6.80 (ddd. J = 8.0, 2.5. 1.0 Hz. IH), 4.27 (t. J = 7.5 Hz. 2H), 3.85 (s, 2H), 3. 16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H). 2.51 (s, 3H). 2.37 (s. 3H)o 
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2- (3- (2- (5-^^;u-2- (ti'V v>- 2 ->f :i-^-9-v-;u- 

5 

NMR(CDa3): 8-77 (ddd. J = 4.9. 1.8. 0.8 Hz. IH). 8.04 (ddd, J -8.0. 1.2.. 0.8 
10 Hz; IH). 7.84 (ddd. J - 8.0. 7.6. 1.8 Hz. 1H)..7.38 (ddd, J - 7.6, 4.9. 1.2 Hz. IH), 
7.23 (dd.J = 7.8. 7.8Hz. lH).7.10(m. lH).6.92(m. 1H).6.81 (m. 1H).4.34(U = 
7.0 Hz. 2H). 3.85 (s. 2H). 3.13 (s. 2H). 2.99 (t. J = 7.0 Hz. 2H). 2.42 (s. 3H), 

15 2- (3- (2- (5-^f^;W-2- a,y~2->( A^) i^i^^y^j^ 

20 TLCrRf 0J2(^DD*;UA : > ^'y-;W=5 : 1) ; 

NMR (CDQa) : S 7.64 (dd. J - 3.6. 1.2 Hz. IH). 7.39 (dd, J = 5.0. 1.2 Hz, IH). 
7.20 (dd, J - 7.8. 7.8 Hz. IH). 7.09 (dd. J = 5.0. 3.6 Hz. IH). 7.00 (n, IH). 6.88 (m. 
IH). 6.80 (m. IH), 4.25 (t. J= 7.4 Hz. 2H). 3.85 (s. 2H). 3.16 (s. 2H). 2.95 (t. J = 
7.4 Hz. 2H). 2.36 (s. 3H)o 
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2- (3- (2- (S-^f-;u-2- (3 h n- 4 f-;i.7x..;i,) :j- 




TLCiRf 0.40(ftKJ^f^;U); 

NMRCCDCb): * 8.52 (s. IH). 8.07 (d. J- 8.0Hz. IH). 7.39 (d. J = 8.0Hz, IH). 
10 7.18 (m. IH). 6.70 - 7.00 (m, 3H). 4.23 (t. J = 6.6 Hz. 2H). 3.78 (s. 2H). 3.11 (s, 2H), 
2.97 (t. J = 6.6 Hz. 2H). 2.61 (s. 3H), i 39 (s. 3H), 

2- (3- (2- (5-^f-;P-2- (4 -e;^^;i.T^ ^ 7x^;p) 
15 V-;u-4->f;u) xh:^^^) y^^,u>if-)i.^t) 



TLC.Rf 0.47(7fc:^^'y-;i.:i5rDD*;wA=i : 1 0 : 1 GO); 

20 NMR(C3X33):^ 7.84 (d, J « 9.0 Hz. 2H). 7.20 (dd, J = 8.0. 8.0 Hz.' IH). 7.11 
(dd, J = 2.0, 1.0 Hz. IH), 6.87 (dd. J= 8.0. I.OHa IH). 6.80(dd, J = 8.0. 2.0Hz. 
IH). 6.71 (d. J = 9.0 Hz, 2H). 4.29 (t. J - 8.0 Hz. 2H). 3.88 (s. 2H). 3.19 (s. 2H), 
3.02 (s. 6H), 2.94 (t. J = 8.0 Hz, 2H), 2.35 (s. 3H)o 
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10 



2- (3- (2- (5-p^f■;^-2-v^^/^^>f•;^^^^^->/_;^_4_^;^) 



NMR(C3X33): S 7.20 (dd. J = 7.5. 7.5 Hz. IH). 7.10(hr.. IH). 6.85 (d, J = 7.5 
Hz. IH). 6.80 (dd, J = 7.5. 1.5 Hz. IH). 4.20 (t. J =7.5 Hz. 2H). 3.85 (s. 2H), 3.20 
(s. 2H). 3.15 (m. IH). 2.85 (t. J = 7.5 Hz, 2H). 2.25 (s. 3H). 2.20-1.60 (m. 8H)o 

tr^ (2- (3- (2- (5-pif-;i/-2->'^'D^Vf-;W:j-^4j-y-;p_4 



llC:Rf 0.29(^'DD*;i/A : p<^/'-;i/= 1 0 : 1) ; 

NMR PMSO-dfi) : 5 7. 18 (t. J = 8.0 Hz. IH). 6.88-6.72 (m, 3H). 4.09 (t. J = 6.8 
Hz. 2H). 3.69 (s. 2H). 3.19-3.00 (ni. IH). 2.96 (s. 2H). 184 (s, 2H). 178 (t. J = 6.8 
Hz. 2H). 2.21 (s. 3H). 2.06-1.48 (m, 8H)o 
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^^^2 (8 2) 

2- (3- (2- {5-ji^A'-2- (4-p'^A'7i-;i') 
4->fA') xh+i') 7x-;u) g^Ss 




ILCiRf 0.46(^nD*;i/A : ^ ^/-A'=l 0 : 1) ; 

NMR (COas) : d 7.85 (d. J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6. 89-6.75 (m, 3H), 

4.20 (t, J = 6.6 Hz, 2H), 3.59 (s. 2H), 2.96 (t, J = 6.6 Hz. 2H), 2.38 (s. 3H). 2.35 (s. 

3H)o 

2- (3- (2- (5-ji^P-2- (4-xf-;W7x-;w) 
4-'f;i/) xf^fi^) 7xx;w) g^gj 




TLC:Rf 0.54(^'nn;}t;UA : ^ ^/'-;u=i 0 : 1) ; 

NMR (CDQa) : (J 7.88 (d, J = 8.2 Hz, 2H). 7.29-7. 15 (m, 3H). 6. 89-6.75 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.60 (s. 2H), 2.96 (t, J = 6.6 Hz, 2H). 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s. 3H). 1.25 (t. J = 7.6 Hz, 3H)o 

^*fc^2 (8 4) 
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H3C-^ W >o-^^^ fl 
5 

TLC:Rf 0,57(^DD;}5;PA : 0 : 1); 

NMR(CDa3): S 7.87(d. J = 8.2H. 2H).7.28-7.i5(„^ 3H). 6.88-6.75(a, 3H) 
4.20 a J = 6.6 Hz, 2H). 3.59 (s. 2H). 2.96 (t. J = 6.6 Hz. 2H). 2.61 (, J » 7:5 Hz. 
2H). 2.35 (s. 3H). 1.65 (sixtct. J = 7 J Hz. 2H). 0.94 (t. J = 7.5 Hz. 3H)o 

0 

2- (3 - (2- (5-^f^;p-2- (4-^vrDl:>7x:.;W) 




NMR(CDa3): S ^.88 (d. J = ,2 H. 2H). 7.32.7.i5 („,' 3H). 6.88-6.76 (n. 3H) 
4.19 (, J = 6.6 H^ 2H), 3.59 (s. 2H). 2.96 J = 6.6 H^ 2H). 2.93 (scp, J = 7 2 H^ 
IH), 1.25(d.J«7.2Hz.6H)o 

2- (3- (2- (5-^f^;p-2- (4- (2 -.^^u^a^n.) y 
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HaC 




TLCrRf 0.50(:J'DD;J«;i/A : 0 : 1); 

NMR (CDCb) : S 7.87 (d. J - 8.2 Hz. 2H). 7.26-7. 15 (n, 3H). 6.89-6.76 (n, 3H). 
4.20 (t. J = 6.6 Hz. 2H). 3.59 (s. 2H). 2.96 (, J = 6.6 Hz. 2H). 2.50 (d. J - 7.0 Hz. 
2H). 2.35 (s. 3H), 1.88 (ra. IH ). 0.90 (d. J » 6.6 Hz. 6H)o 

2- (3- (2- (5-^f^;i.-2- (4 - t -y^;i.7^^;u) t^^y^ 



TLCrRf 0.44(^DDj|?;l/A : 2 Q . . 

NMR (CDCI3) :S 7.89 (d. J = 8.2 Hz. 2H). 7.43 (d. J = 8.2 Hz. 2H). 7.20 (t. J = 
8.0Hz, IH). 6.89-6.76 (m. 3H). 4.20 (t. J = 6.6 Hz. 2H). 3.60 (s. 2H). 2.96 (t. J = 
6.6 Hz, 2H), 2.35 (s, 3H). 1.33 (s. 9H), 

2- C3- (2- (5-'^^>l'-2-'y^vyu}£)i.t^-^y-)U-i~^/u) 
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TLCiRf 0.39(;?|c:^^y-;i,:^Dn:J.;i.A=l : 1 0 : 1 00); 
NMR(CDa3): d 7.18 (dd. J = 8.0. 8.0 Hz. IH). 7.00 (d. J = 2.5 Hz. IH). 6.86 (d. 
5 J = 8.0 Hz. IH). 6.77 (dd. J = 8.0. 2.5 Hz. IH). 4.19 (, J = 7.5 Hz. 2H). 3.83 (s. 2H). 
3.15 (s. 2H). 2.84 (t. J = 7.5 Hz. 2H), 2.22 (s. 3H). 2.06 (m. IH). 1.10-0.95 (m. 4H)o 

2- (3- (2- (5->f;u-2- (4- (1. 2. 3-^7v7V-;i.- 
10 4->f;W) 7.c^;p) ^4-9-V-;i.-4-^;u) 




/ 



15 TLCrRf 0.30(^'nDjJ?;WA : ^ ^'y-;i,= 2 0 : 1); 

NMR(CP30D): ^ 9.35(d, J = 0.8Hz. IH). 8.24(d. J =8.2Hz. 2H). 8.11(d.J = 
8.2 Hz. 2H). 7.20 (t. J « 7.6 Hz. IH). 6.95-6.78 (m. 3H). 4:27 (, J = 6.2 Hz. 2H). 
3.78 (s. 2H). 3.06 (s. 2H). 3.00 (U = 6.2 Hz , 2H). 2.41 (s. 3H)o 

20 ^^^2 ron) 

2- (3- (2- (5-^^;i.-2- (4- U-^f^A^-l, 2. 3-5^7 
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i NMR(CDa3):^ 7.22 (t, J = 8.0 Hz. IH). 6.95-6.74(n, 3H). 4.24a J = 6.2 Hz. 
2H). 3.81 (s. 2H). 3.11 (s, 2H). 3.02 (s. 3H). 2.99 (t. J = 6.2 Hz. 2H). 2.42 (s. 3H)„ 

mmnH9. (Q T ) 

2- (3- (2- (5->>?^n^-2- (4->h4v7x.:.;p) 




ILC.-Rf 0.67(^nDj}^;i/i, ; q : 1) ; 

NMRCCDOs): * 7.90 (d, J = 9.0 Hz. 2H). 7.20(, J = 8.0 Hz. IH). 6.93 (d. J = 
9.0Hz. 2H). 6.89-6.76 (n. 3H). 4.19 ft J =6.6 Hz. 2H). 3.84 (s. 3H). 3.59 (s. 2H). 
2.95 a J = 6.6 Hz. 2H). 2.34 ( s. 3H)o 

2- (3- (2- (5-^f.;p-2- (3. 4 - h^V7^x;U) 
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NMR (CDa3 * CD3OD) : . 7.56 (dd. J = 8.2. 2.Q H. Ih). 7.51 (d. I = 2 0 H. 
5 IH). 7.22 a J = 8.0H. IH). 6.93 (d. J = 8.2 Hz. IH). 6.9(«^77 („. 3H). 4.22 (. J 

= 6^H.2H). 3.97 (.3H,.3.93(s.3H,3.57(s.2H). r96cU = 6.6H.2H). 2.38 
(s, 3H)o 

» 2- (3- (2- (1. 3-W,^^^_5_^^, 



•nx::Rf o.53(^DD;}^;^i,:^^y_^^^J Q . 

N^«(CDa3,: . 7.5I(dd.; = 8.2,1.8H.IH).7.43(d.';=I.8H.IH). 7.21a 
J= 7.6 H. IH). 6.89-6.76 (a, 4H). 6.00( s. 2H). 4.19 (, J = 6.6 2H). 3 60 (s 
2H). 2.94 (t. J = 6.6 Hz. 2H). 2.34 (s. 3H)o " ' 



2- (3- (2- (5->^;U-2- (3, 4, 5 - h U > ^ ^->^^^,,) 
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H3C-O 




TLC:Rf 0.47(i!'DD;}.;PA i 0 : 1). 

■• NMR(a«,):* '^UU.8.0H..H,.7^(.2H,.1,,^76(^3H,.«,(, 
J . 6.6 lb 2HX 3.91 (s, 6H), 3.88 (s. 3H,. 3.60 fe. 2H). Z97 ft , . 6.6 2H) 
2.38 (t.3H). * 



2- (3- (2- (5->f^*-2_ (4-hV7*,^„^ h*->7.^*) 




TU::Rf 0J7(#DD*A.A:jl*y_;p=10 . Ij. 

N»«(CDa3): * ««0,d.,,.8H.2H,,7.30.7.'.6(„.'3H,.^89.^76(„v3HX 
4.21 ft J - 6.6 Hz, 2H). 3.60 (s. 2H), 2.96 ft J = 6.6 Hz. 2H). 2.37 (s. 3H). 

2- (3- (2- (5-.^;.-2_ (j. 3,.^^^ 
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TLC:Rf 0.53(^nD*;WA : >^y-;^=l 0 : 1); 
5 NMR (CDQa) : S 7.74 (dd. J = 8.4. 1.5 Hz. IH). 7.68 (d. J = 1.5 Ha 1H). 7.22 
(dd. J = 9.4. 7.4 Hz. IH). 7.09 (d. J = 8.4 Hz. IH). 6.89^.76 (m. 3H). 4.21 (t. J = 
6.6 Hz, 2H). 3.60 (s. 2H). 2.95 (t. J = 6.6 Hz. 2H). 2.36 (s. 3H)o 

10 2- (3- (2- (5-pt^;i.-2- (4- h V yjuta ;i^)U^^y 




15 TLCrRf 0.47 (^^ n D^A^A : ^ ^ / 1 0 : 1 ) ; 

NMR (DMSO-d,) : S 8.02 (d. J = 8.1Hz. 2H). 7.81 (d. J = 8.1Hz. 2H). 7.20 (t. J = 
7.8Hz. iH). 6.86-6.80 (m. 3H). 4.20 (t. J = 6.6Hz. 2H). 3.74 (s, 2H). 3.09 (s. 2H). 
2.94 (t, J = 6.6Hz. 2H), 2.37 (s, 3H)o 



20 mmm9. ro«) 

2- (3- (2- (5->^;i.-2- (4 - vT y 7x:i;i.) :i-s^^^/^ji,. 
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TLC:Rf 0.24(^^-^> ; i); 

' NMR(CDa3):<y ^ = 8.0 Hz, 2H). 7.72 (d. J = 8.0 Hz. 2H). 7.22 (m. IH). 

6.76^.98 (n, 3H). 4.26 ft J » 6.6 Hz. 2H). 3.83 (s. 2H). 3.13 (s. 2H). 2.99 (t. J = 
6.6 Hz. 2H). 2.42 (s. 3H)o 

2- (3- (2- (5-^^;i.-2- (77 >- 2 ->f :^-+^^y-;^_4 



nx::Rf o.24(^#-9-> :i^Kx^;p=i . j^. 

NMR (CDQs) : d 7.52 (n, IH). 7.20 (n, IH), 6.74-7.03 (m, 4H). 6.51 (dd. J - 
3.4. 1.6 Hz. IH). 4.25 (t. J « 6.8 Hz. 2H). 3.82 (s. 2H). 3.13 (s. 2H). 2.97 (, J = 6.8 
Hz. 2H). 2.37 (s. 3H)o 

^^#11 2 n n n ^ 

2- (3- (5-^5^;P-2-7x-;l.:t:¥1fy-;i.-4-^;u) 
7jl-;U) 
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TLC:Rf 0.31 (rJ'Dn.tN^I/A : jrf^'y-jpss : 1) ; 

NMR (CDCb) : S 8.00 (m, 2H). 7.42 (n, 3H). 7.24 (m, IH). 6.85-6.98 (n,. 3H). 
5 4.98 (s. 2H), 3.61 (s. 2H), 2.42 (s. 3H), 

2- (3- (2- (5->f^;p-2-7x-;Uf-TV-;u-4-.>fn^) ^hi^ 



0 



TLC'.Rf 0.43(^nD.-Jt;|.A : >^y-;u=9 ; 

NMR 0 : ^ 7.89-7.81 (n, 2H). 7.46-7.34 („v 3H). 7.26-7.16 (n, IH). 6.87-6.78 
(n, 3H). 4.30 (t. J = 6.8 Hz. 2H). 3J9 (s. 2H). 3.18 (t. J = 6.8 Hz. 2H), Z45 (s. 3H)o 

2- (3- (3- (5->f•;^-2-7x^;^;^-^^^y-.;^_4_^;^) 
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NMR (CDQs) : S 7.97 (m. 2H). 7.41 (m. 3H). 7.22 (m, IH). 6.74^.92 (m. 3H), 

5 3. 94 (t, J = 6.0 Hz. 2H). 3.61 (s. 2H), 2. 68 (U = 7.0 Hz, 2H). 2.27 (s. 3H). 2. 1 1 (m. 
2H)o 

2- (3- (2- (2-7i-;P:t-^ify-;i,-4_.{;U) 7^^- 
10 ftK 




TLCiRf 039(^Dn*;WA : > ^y-;i/=8 : 1) ; 
15 NMR (CDQa) : S 8.01 (m. 2H). 7.55 (s. IH). 7.43 (m, 3H). 7.23 (m, IH). 6.85 (i 
3H), 4.25 (t. J = 6.4 Hz. 2H). 3.60 (s. 2H). 3.07 (t, J = 6.4 Hz, 2H), 

2- (3- (2- (5-pff-;u--2- (4 - vi^ v;i.7i - 
20 V-;i'-4->f;W xh^v) 7x-;w) 
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TLC:Rf 0.62(^nn;J?;i/A : pi^y-;i/=5 : 1); 

NMR (CDQa) : S 7.88 (d, J = 8.2 Hz, 2H). 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, IH). 
6.78-6.87 (m, 3H). 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s. 2H), 2.96 (t, J = 6.6 Hz. 2H). 
2.52 (m, IH), 2.35 (s. 3H), 1 .70-1.95 (m, 4H), 1.20-1.53 (m, 6H)o 

^mm2 (^ OR) 

2- (3- (2- (5-^f-;l/-2- (3"^'nD-.4-.?tf-A'7xr.;i.) ^ 




CI 



TLC : Rf 0.67 (i^ n D A : > ^ / -;U= 5 : 1 ) ; 

NMR (CDQa) : 6 7.95 (d, J = 1.7 Hz. IH), 7.75 (dd, J = 8,0. 1.7 Hz, IH). 7.27 (d. 
J = 8.0Hz. IH). 7.21 (m, IH). 6.78-6.88 (m. 3H). 4.21 (t. J = 6.6 Hz, 2H), 3.60 (s, 
2H). 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s. 3H), 2.36 (s, 3H). 

mUfimi (^ OR) 

2- (3- (2- (5-^^;b-2- (4 -->Vf-;l/7^ >' 7x-;i/) 
y-;p-4-'f;w) xh^v) 7i-;u) fts? 
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TLC;Rf 0.55(^Dn;h;UA : ^^y'-;i,= 5 : 1); 

NMR (CDCI3) : S 7.83 (d. J = 9.0 Hz. 2H). 7.09 (dd. J = 8,0. 8.0 Hz, IH). 6.76- 
6.87 (m. 3H). 6.70 (d, J = 9.0 Ha 2H). 4. 18 a J = 6.8 Hz. 2H). 3.60 (s. 2H), 3.01 (s. 
6H), 2.94 (t. J = 6.8 Hz. 2H ). Z32 (s, 3H)o 

mmm2 (197) 

2- (3- (2- (5-if^;U-2-7i-;i/;j-^-9-V~;i/-4-><;i,) 




TLC.Rf 0.44(^'nn*;i/j, : ^ ^y-;i/=8 : 1) ; 

NMR (CDQa) : S 7.97 (m, 2H). 7.41 (m, 3H). 7.20 (m, IH), 6.82 (m. 3H). 4.20 (t. 
J = 6.6 Hz. 2H). 3.59 (s, 2H). 2.98 (t. J = 6.6 Hz. 2H). 2.73 (q. J = 7.6 Hz. 2H). 1.29 
(t,J = 7.6Hz.3H)o 

^mm 2 n n a ) 

2- (3- (2- (5-^f^;u-2- {4 -rf-)Vy t^'t^yT^jl^- 
4->f;i/) J^h^v) 7i-;i/) g^gE 
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TLC:Rf 0.54(^^0 D;jT /I. : ^ ^/-;w=8 : d ; 

NMR (GDQs) : S 7.87 (d. J = 8.2 Hz, 2H). 7.22 (d. J = 8.2 Hz, 2H). 7.14-7.28 (m. 
IH). 6.82 (m, 3H), 4.19 (t, J = 6.6 Hz. 2H), 3.59 (s. 2H). 2.96 (t, J = 6.6 Hz, 2H), 
163 (t. J = 7.6 Hz. 2H), 2.34 (s, 3H). 1.61 (m. 2H), 1.35 (m. 2H), 0.92 (t, J = 7.2 Hz. 
3H)o 

2- (3- (2- (5->f-;i/-2- (4-:^DD7x-;i/) :^■:3f.^^^/-;^_ 
xhJ^'» 7x^;i/) g^Sl 




1LC:Rf 0.57(^nn*;i/A : ;>i^y-;u=8 : 1); 

NMR (CDQa) : S 7.90 (d. J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz. 2H), 7.16-7.28 (m, 
IH), 6.83 (m. 3H), 4.20 (t. J = 6.6 Hz, 2H). 3,59 (s, 2H). 2.96 (t, J = 6.6 Hz, 2H), 
2.36(s, 3H)o 

2- (3- (2- (5->-^;i/-2- (^:t7i>-2-^;l/) :J-^-9-V-;u 
-4-'f/l/) 7i-;i/) 
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TLC:Rf 0.70(^nD*;i/'A : pi ^'y-;u=5 : 1) ; 

NMR (CIO3) : i 7.59 (dd, J = 3.6. 1.2 Hz, IH), 7.36 (dd, J = 4.8. 1.2 Hz. IH). 
7.21 (m, IH). 7.07 (dd. J = 4.8, 3.6 Hz. IH). 6.77-6.87 (m, 3H). 4.20 (t. J = 6.6 Hz, 
2H). 3.60 (s. 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s. 3H)o 

^*ft^2 n i n 

2- (3- (2- (5-pt-?^;i'-2- (77>-2-'f;w) ^Sf.^^/^)\,- 4 




HjC : Rf 0.69 n n : p« ^ y -;u= 5 I 1 ) ; 

NMR (0x33) : S 7.51 (m. IH), 7.21 (m. IH). 6.93 (d. J = 3.5 Hz. IH), 6.78-6.87 
(m. 3H), 6.50 (dd, J = 3.5, 1.9 Hz, IH). 4.22 (t, J = 6.6 Hz. 2H). 3.59 (s, 2H). 2.95 (t. 
J = 6.6 Hz, 2H), 2.35 (s, 3H)o 

^mm2 n i 2) 

2- (3- (2- (5-pff-;u-2- (evi?>-2->f;W t^-9-y-;i/- 
A-^)V) Jch^i/) 7x-;i/) l^gf 
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TLCrRf 0.67(^DO;}n;1/A : ;>«^y'-;U=5 : 1); 

NMR(CDa3): S 8.71 (d. J =4.8 Hz. IH). 8.05 (d. J = 7.8 Hz. IH). 7.79 (ddd. J 
5 = 7.8. 7.8, 1.8 Hz. IH). 7.32 (ddd, J = 7.8. 4.8. 1.8 Hz. IH). 7.21 (dd, J = 7.8. 7.8 
Hz, IH). 6.78-6.87 (m, 3H). 4 .26 (t, J = 6.8 Hz. 2H), 3.61 (s. 2H), 2.99 (t. J = 6.8 
Hz, 2H). 2.41 (s, 3H)o 

10 2- (3- (2- (5-^f^;u-2- (2~^f^;P7x-;w) 
4-'f;i') xh:^«» 7x-;u) g^^ 



15 TLC:Rf 0.68 D n.-}^;UA : > y 5 i ) ; 

NMR(CDa3): 6 7.90 (m. IH). 7. 18-7.30 (m. 4H). 6.80-6.87 (m. 3H). 4.24 (U = 
6.7 Hz. 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz. 2H), 2.64 (s. 3H). 2.37 (s, 3H)o 

^ ^ 1 M ) 

10 2- (3- (2- (5->f^;i.-2- (3->^;i.7x^;i.) :^-i^-9-V-;i.- 
4->f;U) xh:^y) 7jcx;1,) 
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TLC.Rf 0.71 (^'nD;};;Ui, : ^^y-_;i,= 5 . 2j J 



NMR (CDCI3) : $ 7.74-7.81 (m. 2H). 7.17-7.35 (m. 3H). 6.78-6.87 (m, 3H), 4.2 
5 (U - 6.6 Hz. 2H). 3.60 (s. 2H), 2.97 (t, J = 6.6 Hz, 2H). 2.39 (s. 3H). 2.36 (s. 3H)o 

2- (3- (2- (5-^^;l/-2- (4 - h V 7;Pt 



NMR (GDQs) : S 8.08 (d. J = 8.0 Hz. 2H). 7.67 (d. J = 8.0 Hz. 2H). 7.17-7.24 (m, 
15 IH). 6.83 (m, 3H). 4.23 (t. J = 6.6 Hz. 2H), 3.60 (s. 2H), 2.98 (t. J = 6.6 Hz. 2H), 
2.39 (s, 3H)o 

mmm2 n i fi^ 

2- (3- (2- (5-^-?^;i/-2- (4-7;U:^-D7i-;i.) 
20 -4->f;w) J^h^^^v) 7i^;u) 




TLCrRf 0.54(^DD*;i/A : >^y-;|,_3 . 
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TLC : Rf 0.59 (i^uo t-juX \ ^ 9 J -;u= 8 : 1 ) ; 

NMR (CDCI3) : 8 7.95 (m. 2H). 7.03-7.26 (m. 3H), 6.83 (m, 3H). 4.20 (t. ; » 6.6 
5 Hz. 2H>. 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz. 2H), 2.35 (s. 3H), 

2- (3- (2- (5-p«^;l/-2- (4— >7>'7i-;U) 
4-^;i/) xh^i/) 




TLC:Rf 0.52 DD;^;PA : pt^ 9 : 1) ; 

NMR (CDQa) : * 8.06 (d. J = 8.6 Hz. 2H). 7.70 (d. J - 8.6 Hz. 2H). 7.22 (m. IH), 

6.78-6.87 (m. 3H). 4.23 (t, J = 6.4 Hz. 2H). 3.60 (s, 2H). Z98 (t, J = 6.4 Hz, 2H). 
2.40 (s,3H) 

2- (3- (2- (5-p«f^;u-2- (4-p<f^;i.-i, 2, Z-i-rVTV 
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CH3 



TLC : Rf 0.54 {{r n n^A'A : pi ^ y -)V= 9 : 1 ) ; 
N\» (CDQa) : S 7.23 (m, IH). 6.78^.88 (m, 3H), 4.23 (t, J « 6.5 Hz. 2H). 3.( 
5 (s, 2H), 3.02 (s. 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H)o 

2- (3- (2- (5-^^;P-2- (2, 3, 5, 6 h 97;U:i-D- 4 




F F 



lLC:Rf 0.34(^DD;J?;i/i, : ^^y_;p-8 . 

NMR (GDQj) : 8 7.22 (m. IH), 6.76^.90 (m. 3H). 4.23 (t. J = 6.4 Hz. 2H). 3.60 
(s. 2H). 3.01 (t. J = 6.4 Hz, 2H). 2.40 (s. 3H), 2.33 (s, 3H)o 

2- (3- (2- (5-^^;i.-2- (3--^D-4-pl5^;^7x-;^) 
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TLC:Rf 0.31(^'DD;h;WA : ^^y-;i.= 8 : 1); 

NMR (CDQa) : S 8.54 (d. J = 1.6 Hz. IH). 8.08 (dd. J = 8.0. 1.6 Hz. IH). 7.39 (d. 
5 J = 8.0 Hz. IH). 7. 17 (m. IH), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H). 3.59 (s. 
2H). 2.97 (t. J = 6.4 Hz, 2H), 2.63 (s, 3H). 2.39 (s. 3H)o 

2- (3- (2- (5-^^;^-2-v^^^^v;^;i-^^^V-;^_4_^^^J 
10 J^K^^v) Vx-;!/) 




TLC : Rf 0.44 D n .-J^;!. A : ^ y -;U= 9 : 2 ) : 
15 NMR(CDa3): S 7.19 (dd, J = 8.0. 8.0 Hz. IH). 6.74-6,87 (m. 3H). 4.10 (t, J = 
6.6 Hz, 2H). 3.59 (s. 2H). 2. 85 (t, J = 6.6 Hz. 2H). 2.71 (ni. IH), 2.23 (s. 3H). 1.96- 
2.04 (m. 2H), 1.19-1.86 (m. 8H ^ 

JO 2- (3- (2- (5-pff^;^-2-v^D^>f•;^:t^^^V'-;^-4 -V/l.) 
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NMRCCDOs): S 7.19 (dd. J =7.9. 7.9 Hz. IH). 6.74-6.87 (m. 3H). 4.11 (t. J » 

5 6.6Hz. 2H). 3.59 (s,2H).3.14(m, IH). 2.86 (U = 6.6 Hz. 2H), 2.24 (s. 3H). 1.56- 
2.12 (m, 8H)o 

2- (3- (2- (5->f^;u-2- (4 —<>i-)l^y t^^y-ji. 




TLC:Rf 0.44(^nD;}^;Ui, : ^>y_;^=g . 2j J 
15 NMR (CDQa) : * 7.87 (d. J = 8.4 Hz, 2H). 7.22 (d. J = 8.4 Hz, 2H). 7.20 (n, IH). 
6.75-6.90 (m. 3H). 4.19 (t. J = 6.6 Hz. 2H), 3.59 (s. 2H). 2.96 (t. J « 6.6 Hz. 2H). 
2.62 a J = 7.6 Hz, 2H). 2.35 (s. 3H). 1.62 (m. 2HD, 1.23-1.44 (m, 4H). 0.89 (t. J = 
6.8 Hz, 3H)o 

20 ^^^2 n 0. 4) 

2- (3- (2- i5-^^}\.-2~ (fVy>-4->f;u) t^^^j^^n.- 
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TLC:Rf 0.36(^DO*;WA ; ^^y-;i^=4 . jj j 

NMR (DMSOde) : ^ 8.75 (d. J =6H2. 2H). 7.80 (d. J = 6Hz. 2H), 7.20 (dd. J = 
.5 8. 8 Hz, IH). 6.95-6.80 (m. 3H). 4.20 (t. J = 7 Hz. 2H). 3.75 (s, 2H). 3.05 (s. 2H). 
2.95 (t. J = 7 Hz. 2H), 2.40 (s. 3H)„ 

2- (3- (2- (5->f^;i/-2- (bf 3 -/f;u) 

10 4->f;U) XK:^i/) i^gb 




ILC.-Rf .039(^^0 0*;!/^ : ;< ^V-;U=9 : l); 
15 NMR(DMSO^: * 12.28 (brs, IH). 9.07 (d. J = 1.5 Hz. IH). 8.65 (d, J =4.8 Hz. 
IH). 8.24 (d, .J = 8.4 Hz. IH). 7.52 (dd. J = 8.4 Hz. 4.8 Ha IH). 7.21-7. 16 (m. IH). 
6.82-6.79 (m, 3H). 4.18 (t. J = 6.6 Hz. 2H). 3.50 (s. 2H). 2.93 (t. J = 6.6 Hz. 2H). 
2.37 (s. 3H)o 

20 mmm2 (^ 9.^) 

2- (3- (2- (5-^^;u-2- (IfV v>- 4 -^;i.) t^^^-JU- 
A-^}V) ih^^v) 7x-;i/) 
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NMR(DMSO^): 8 12.29 (h„. IH). 8.69 (d. J = 6.0 2H). 7.80 (d. J = 6.0 Hz 
> 2H). 7.21-7.16 IH). 6.82-6.78 („, 3H). 4.19 J - 6.6 Hz. 2H). 3.50 (s. 2H) 
2.95 (U- 6.6 Hz. 2H). 2.38 (s,3H), 

2- (3- (2- (5->,^;u-2- (4 -^f^;i.if^5,;;>_ j ^ 




NM.(CDC,3): . 7.00-7.20 („. 2H). 6.70-6.85 („. 3H). 4.19 (W= 6.6 H^ 2H) 
3.46-3.55 im, 4H). 2.91 (, , = 6.6 2H,. 2.75-2.83 („. 4H). 2.47 (s. 3H). 2.24 (s. 
3H)o 



2- (3- (2- (5->^;^-2-7^^;^:^■i^^^:/-;^_4_^,^,) 
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TLC'.Rf 031(;Jc:p(^y-;i,:^DD;},;PA=l ; jq: 100); 
NMR(CDa3): S 7.98 (m. 2H). 7.50-7.40 (m. 3H). 7.24 (dd. J = 8.0, 8^0 Hz, IH). 

5 7.00(r„.lH).6.95-6.80(m,2H).4.62(s.2H).4.26(U = 7.0Hz.2H).4.11(s 2H)' 
2.99 (U = 7.0 Hz. 2H). 2.39 (s.3H)o 



2-.(3- (2- (5-^^;P-2- (\£VV>^3 )U) 



10 




TLC:Rf 0.41(^Dn;}^;U2. : >^y-;p=4 . jjj 

15 NMRCDMSCWe) : . 9.05 (s. IH). 8.65 (d. J = 4 H^ IH). 8.25 (d. J » 7 Hz. IH). 
7.55 (n. IH). 7.20 (dd. J . 7. 7 Hz. IH), 6.95-6.80 (™. 3H). 4.20 (, J = 6 Hz. 2H)' 
3.80 (s. 2H). 3.10 (s. 2H). 2.95 (U = 6 Hz. 2H). 2.40 (s. 3H)„ 

20 2- (3- (2- (5->^;U-2- (4 ->^;l.^:^7.^;u) 
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H,C W 



TLC:0.44(^Dn;h;i/A :V^>'-;i.= 8 ; l) ; 

NMR(CDa3): . ^.87 (d. J = 8.6 Hz. 2H). 7.26 (d. J = 8.6 Hz. 2H). 7.21 („, IH) 
. 6.75-6.89 im, 3H, 4.20 (, J = 6.6 H. 2H). 3.59 (s. 2H). 2.96 (, J = 6.6 H^ 2H) 
2.51 (s,3H). 2.35 (s,3H)o 

2- (3- (2- (5-^^;U-2-^>^DyT7e;U:i.^H^.^_;i,_4_^^j 




NMRGDa3): ^ 7.25-7.10 IH). 6.86-6.74 (n, 3H). 4.10 = 6.6 Hz. 2H) 
3.58 (s. .2H). 2.82 (, J = 6.6 H. 2H). 2.20 (s. 3H). 2.04-1.98 („. IH). 1.01-0.94 (n. 
4H)o 



2- (3- (2- (5->^;w-2- (4 h n 7 x^;P) 
4--^;!^) 7i-;u) g^gg 
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0,N 




TLC:Rf 0J3(^'nD;!h;i/A : p{^y-;i,= 9 ; 1) . 

NMR(CDa3): a 8-30 (d, J = 9.0H. 2H). 8.14 (d. J 1 9.0 Hz. 2H). 7.22 (dd. J = 
> 8.0. 8.0 IH). 6.77-6.90 (n, 3H). 4.25 (U = 6.6 H.. 2H), 3.57 (s. 2H). 3.00 (, J 
-6.6Hz,2H),2.43(s,3H)o 



2- (3- (2- (5->5^;i.-2 
4-^;p) ih^i/) 7x^;u) 




TLC.Rf 0.51(^Dn^h;VA : ^^y_;i,= 9 . 2j J 

NMR(CDa3): . 8.16-8.28 (™.3H). 7.83 („,1H). 7.75 („,1H). 7.57 (nv lH). 
7.22 (dd. J . 8.2. 8.2 Hz. IH). 6.78-6.87 (n. 3H). 4.29 (, J = 6.6 Hz. 2H). 3.61 (s 
2H). 3.04 (U = 6.6 Hz. 2H). 2:46 (s; 3H)„ 

2- (3- (2- (5->^;i.-2- (3-^,;7;^:^a>^^.>7,^;,) 
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Fgcq 




TLC:Rf 0.37(^Dn,t:;i/A : p{^y-;|/=9 ; ij . 

NMR (CDQa) : S 7.91 (dt. J = 7.8. 1.2 Hz. IH). 7.85-7.80 (n, IH). 7.45 (, J = 
7.8 Hz. IH). 7.28-7. 17 (nu 2H). 6.89-6.78 (m. 3H). 4.22 (, J = 6.6 Hz. 2H). 3.60 (s. 
2H), 2.97 (t. J = 6.6 Hz. 2H). 2.38 (s. 3H)o 



2- (3- (2- (5-^5^;i.-2- (2 - h U 7;U;i-D^ h 




TLC'.Rt 0.42(^nD>-h;i/i, : ^ ^ y _;^_9 . . 

NMR (CDQa) : S 8.06 (dd. J = 7.8. 2.0 Hz. IH). 7.49-7.31 (m. 3H). 7.27-7.17 (m. 
IH). 6.88-6.78 (m. 3H). 4.23 (t. J - 6.8 Hz. 2H). 3.60 (s, 2H). 2.98 (t. J = 6.8 Hz. 



2H). 2.38 (s. 3H)e 



2- (3- (2- {A-:<^A.~-2-7^^)Ut^^V-)U-5-^n.) jl h 
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TLC : Rf 0.44 (^^ D D : ^ ^ y 9 . 1 ) . 

NMR (CDQa) : S 8.00-7.93 (m. 2H), 7.46-7.37 (m. 3H). 7.28-7.18 (m, IH). 6.90- 
5 6.78 (ra. 3H). 4.22 (U = 6.8 Hz, 2H), 3.61 (s. 2H). 3. 14 (U = 6.8 Hz, 2H). 2.20 (s. 
3H)o 

2- (3- (2- (5-^f-;w-2- (1, 3 5 
10 :^•#•^^V-;^-4->fn^) 7x-;i'p! h#v) 




TLCiRf 0.20(^'Dn;}.;UA : >^'y-;w:;![C=l 00:10: 1); 
15 NMR (C3J30D) : ^ 7.49 (dd, J - 8.4. 1.8 Hz, IH), 7.38 (d. J « 1.8 Hz, IH), 7.22 (t; 
J = 7.8 Hz, IH), 6.97-6.79 (m, 4H), 6.01 (s. 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H). 4.06 (s. 2H). 2.93 (t, J = 6.4 Hz, 2H). 2.33 (s, 3H)o 

20 2- (3- i2- i5-ji^A.-2-y^:z)\.t^^^/-}U-4-^n.) ju^ 
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2- (5-^5^A'~2-7x-;W:^-4r-tV-;i/-4-'rA') aif-;U7'n-7 >f 
K (1 3 6mg) i3<kUf3-^;P*7'h7x~;l'g^^. ^ (7 g 

5 mg) i7-th-hV)l (5ml) tC^j!?L. ^K^V^^A (1 80mg) i 

^'^y-f- i^uut^n^j, : |^s?xf-;i.= 2 o o : 1-5 0:1) -r^mmt. 
10 TE%ttM?r^f ^.^^gg^fc-^!^ ( 9 2 m g) i^Zo 
1LC:Rf 0.33(ft®Si^;H^i|r'9->=l : 3); 

NMR (CDQa) : S 7.96 (m. 2H). 7.50-7.35 (m 3H). 7.30-7. 15 (m. 3H). 7.06 (m. 
IH). 3.69 (s. 3H). 3.57 (s. 2H). 3.28 (t, J = 7.0 Hz, 2H). 2.82 (t. J = 7.0 Hz. 2H). 
2.27 (s, 3H)o 

15 

2- (3- (2- (5-;>t^;i'-2-7x^;i/:t^-9-V-;u-4--f!>U) j^Y 



20 




3- (2- (5-p«f-;u-2-7x-;i't+-9-V-;i/-4->r;u) J^h^v) 
>v;Uf^:j--;U (l.i5g) <^X^'y-;u (3 5ml) ?$Je[(C2-rD:E-2- 
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;>»^;i/yD/oK . i-^;ujE.:^x/i' (0.64m 1 ) i3J:^;f:^^';-^7Ap{f■^- h 

(2 9 0mg) io'c-cmi. 3mmmuzo mm^^i^^m^T^in 

T^^^miti-i:$imit^^ (l.69g) intzo 
TLCcRf o.46(^^-i^> : g^Kxf-;w=4 : 1) ; 

Nm (CDCI3) : 8.01-7. 94 (m. 2H). 7.46-7.37 (m, 3H). 7. 18 (t. J= 8.0 Hz. IH). 
6.89-6.72 (m. 3H). 4.23 (t. J = 6.8 Hz. 2H). 4.12 (q. J = 7.0 Hz, 2H), 3.79 (s. 2H), 
2.97 (t, J = 6.8 Hz. 2H), 2.38 (s, 3H), 1.53 (s. 6H). 1.26 (t. J = 7.0 Hz, 3H)o 

2- (3- (2- (5-^f-;u-2-7x-;!/t^-9-V-;p-4--'f;u) xf- 

lLC:Rf 0.50(7}C I > : ^DD;^;i/A= 1 I 1 0 : 1 0 0) ; 

NMR (CDQa) : 5 7.94 (m. 2H), 7.45-7.35 (m. 3H). 7.30-7. 15 (m. 3H), 7.07 (m. 

IH), 3.58 (s. 2H), 3.25 (t. J = 7.0 Hz, 2H). 2.81 (t. J » 7.0 Hz, 2H). 2.25 (s. 3H)o 
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5 



15 



2- (3- (2- (5-pi^;i/-2-7x^;i/:j-+"9-y-;i,_4_^;^) j^^y 




•ILC:Rf 0J3(^#■^^>:f^gfJLf•;^=l : 3); 

NMRCCDOj): * 8.00-7.94 (m. 2H). 7.46-7.41 (m, 3H). 7.15 (U= 7.8Hz, IH). 
10 7.08 (m. IH). 6.84-6.74 (m. 2H), 4.29 (t. J = 7.2 Hz. 2H). 3.88 (s, 2H). 2.99 (t. J = 
7.2 Hz. IH). 2.38 (s, 3H). 1.58 (s. 6H)o 

2- (3- (2- (5-.>»f^;u-2-7i-;U:^'i|r-9-V-;i/-.4--.f;i.) x ). 
7x-;i/^f^A.f.:^-) -2-;p<f^;P7'n/N->®j. 



^3^^ CH3 

ONa 



20 



TLC:R[ 0.53(^^-^> :ftgjx5^;i,= i ; 3); 

NMR (CD3QD) : S 7.98-7.93 (m. 2H). 7.49-7.43 (n, 3H). 7. 13 (U = 7.4 Hz. IH). 
6.92-6.85 (m. 2H). 6.78-6.70 (m. IH), 4.23 (t. J = 6.6 Hz. 2H). 3.78 (s. 2H). 2.96 (t. 
J = 6.6 Hz, 2H). 2.36 (s. 3H), 1.46 (s, 6H)o 
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O 




2- (5-^f-;i.-2-7:ii-;U:f:^-9-V-;p-4-^;U) (j 02 

g) . 3-t KD#v-c>X7;PT'feK (0.73g) iJJ:C;fh';7i-A',i.;^7^ 
> (l.57g) i^^t:i^Uy (10ml) tC^j!?U 1. T - {TV'JtJUt: 
i;if-5.J5;> (l.74g) iSrOrTjDx. SS-?2l^rattj$L7to SJESS-^ 

^s«[^c^^^^>sr^J^x., @flcs:^?!iL7to ^iff*ii^L/^o mm^'^vtr 

n/*9A^nv h:}r^7^- : nD;jx;i/i,= i : 10 0) -cm 

Tie!|^tt€?:;t-r*SM<b^i^ (1.30 g) i^zo 
TLC:Rf 0,77(^ ^y-;!/ : ^'nD,-)x;i.A= 1 ; 2 0); 
NMR (CDQa) : * 9,96 (s, IH). 7.98 (m. 2H). 7.50-7.35 (m. 6H). 7.17 (m, IH). 
4.3 1 (t, J = 6.OH2, 2H). 3.01 (t. J = 6.0Hz. 2H), 2.38 (s. 3H)c 



(5 ->f•;^-2-7x-;^:j■:^^•^^V-A'-4-^;^) jly^z^) 



OH 
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0^met^mmLfzit^^ (13 5mg) isXtJ'a^itSL^ (13mg) i 
mitjf^U> (3ml) izmmi. 0 IC-C h ';^f-;l'i/V A/- hV;i. (0.14ml) 

v^j^Tk^mimi. ^mi:^MLfzo tmimym^-^ ^^i^^ 
(asmi) imi. msL-c-ji^mwLtio mm^}^mi^7i^izmz.. i^k^ 
v-^A-es^^, g«iu Tum^ikitt^mmit^m a 4 0mg) srn 

TLCiRf o.27(S^K-:i^^;i' : ^^•9->=i : 2); 

NMR (CDQa) : 5 7.94 (m. 2H). 7.45-7.35 (m. 3H), 7.29 (dd. J = 8.0, 8.0Hz, IH). 
7.10-7.00 (m, 2HX 6.90 (m, IH), 5.49 (d, J = 6.0Hz, IH). 4.73 (d, J = 6.0Hz, IH). 
4.16 (t, J = 6.5Hz. 2H), 2.92 (t, J » 6.5Hz. 2H), 2.37 (s, 3H), 

a-^yr^f-S- (2- (5-^f^;^-2-7x-;^:^-i|r^^V-;^_4_^;^) 
J:-h#v) ^>'J)Uirv^) y 



CI 




^^miTmrnifzit^!^ oamg) imt>^^u> (smi) izmi. 

MTSiT^it^t-jv (6 1ml) iSXX/V>^i->ut^)i^A7< K (ijg) iUal. 

218 



wo 99/46232 



PCT/JP99y01134 



15 



20 



u^-nr^'y^M.v^^^^ g^L, Tmmitt^mmit^m (99 

mg) i^fzo 

TLC : Rf 0.74 (I^Kif-;!/ ; /\i|r -y- = l : i ) ; 

NMR (CDdi) : d 7.97 (m, 2H), 7.50-7.35 (m. 3H), 7.33 (dd, J = 8.0, 8.0Hz, IH), 
7. 10-7.00 (m, 2H). 6.98 (m, IH). 5.75 (s, IH), 4.23 (t, J = 6.5Hz. 2H). 2.93 (t, J = 
6.5H2, 2H), 2.36 (s, 3H)o 

5- (3- (2- (5-;)i-?^;u-2-7jc-;i/t^-9-V-;i'-4->f;u) 
^v) 7i-;i/) -2, 4-^7VVV>-Jt> 



mmst^mikuzit^ (9 9mg) iJ^^^y-ju umi) mmt. 

^t^VT (2 6mg) SriDx.. zn^m.Lfz. aSii-g-^fflEfC 2 N-:gi? 
(1.5ml) ^Ijak. -WmLtZo EMi^^^Ui}^:^\,zmks S^KJ^f^;^-? 

•c^m> g^iL/co ^^m^ ^ J -)v■^^^^L. T^sm^m:^tii^ 

§mit^m (6 Omg) «:#;to 

TLCrRf 0.31 (ftKx-J^ji/ : ; ij; 

NMR (dfi-DMSO) : S 7.90 (m. 2H), 7.60-7.40 (m. 3H). 7.31 (dd. J=8.0, 8.0Hz, 
IH). 7.00-6.90 (m. 3H). 5.75 (s. IH). 4.23 (t, J = 6.5H2. 2H). 2.93 (t. J = 6.5H2. 2H). 
2.36 (s. 3H)o 
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10 



15 



J. 

• 2 - (3 - (4- (4--p{f-;i/7x-;u) ^7V*~;u-2-^;p^ h^v) 
7x^;u^-?^;u^;^-) g^^ lOQg 

•«Sl«l^j5^';3-;uK*;i'v'>A (Mm) o.2g 

•;^r7V>®jv^^v^7A (firf^fl) o.ig 

• 8fc)©H^-fe;i'n-;^ 



L2 

• 2- (3- (4- (4-pJf^ii/7x-;i/) ^7V-;i/-2->f;i/p{ h^i^) 
7x-;i'pif-;i,-^:i-) g|®» 2g 

5g 

• 1000m 1 
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1 . ( I ) 




5 

{^^. 

A 3 li C ;^:ttN^«:^t) L. 
10 nl±l-5*^feL. 
Rl|4 

(i) 

(a) C 1 ~87;i'^;i'^, 
(iii) ^^oyym'F. 
15 (iv) C l-47;i/3^'>^, 

(v) - b n^, 

(vi) h^)^^v:t^n^^, 

(vii) h 'J/NDpt h^'ym. 

(viii) h V^^xj;t^)U^t^s 

20 (ix) vry^, 

(x) C 1 ~4 7;u+;i'-?^:t-S> 

(xi) NR5R6^ (^43^ R5i3J:t;fR6j±-5-^i-f^;Sr LT. ^K^JI^tTt: 
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(xii) tfz\i 
R2{± 

(i) tK^M^x 
5 (ii) C 1 - 4t;w^;w^, 

(iii) ttzit 

(iv) ^V^^^pt•^;^^t^t)t. 
C y c ll&t;]: 

(i) -f j- (Ii) (ili) f- 

10 C y c 2 

(i) ^mm^. ttzii 

(n) ^T-nSil^^r^fcL^ 
R3|i 

(i) tK^IS?-. 
15 (ii) C 1 ~8 7;w^;u^s 

(iii) v^Dy>li^, 

(iv) C 1 -4 7;V3^">&^ 

(v) -hnag. 

(vi) MJ>'Nn;»if-;H|, 
20 (vii) h >4rv||, 

(viii) h V^^^^f■;^f•:t^, 

(ix) '>Ty^, S7t:<± 

(x) Cl-4T;i/^;u-^:i-^«r^^3L. 
R4|± 
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(i) — A^-C— COOR^ ^^ t^ii 

(a) 2, 4-f-7V')'J>Vt>-5-^)\^&imt>U 
A4{± 

(i) m^. 

5 in) C 1 - 47;i/^^^^, 

(iii) -C1~4T;i^^U>-0-^. 

(iv) -Cl-4 7;i'4rW'>-S-^*a:bU 

10 /c/it. 

(1) R*\i2Utt:\i3Q.izj^^ti>ii(OtL. 

(2) R4;6*3fi[tCie^U A476*^jg-^i;t{±^f-l^i'=S:^fcL, A3)J«CH 

2 . ll*0|gH 1 n,m<0-lSLt: ( I ) ^iit!^(D0mi^. 
tfzii^tih OTfc^OtJ =S- i: L T^lit -2. JflllllSlTSiJiJ i U^/ i it M 

3. m^of£H 1 (I) T^^tii^t^i^. ^tih<0$^mi^. 
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HD L3VXxn-;l.±#^fiJ, LD L 3 l/7.r o-;ui5j:Df/t 
r ^ rJ' « SI*0|£H 1 !2«0^;i' t ^ v - A J«5illl^S^^^kS§ 

4 . ( I ) 




10 (^4'. 

A 1 14 C 1 - 4 7 JU^ P>3fet 7^:14 C 2 - 4 7;l"5-- U U 
A 2 14 - 0 -^t 7t 14 - S -^«r^*3 U 
A3|±CHIii^c(4N^«:afcL. 
nt41 - 5 t^fcL, 
15 R 1 14 
(i) 

(ii) Cl~8 7;i'^;U^, 
(in) ^^uy>m=J^. 

(iv) Cl~4 7;U3i^r->*, 
20 (v) -hn^, 

(vi) 

/■ (vii) h V^^Dpt h#v^. 

(viii) h 'J>'^^^f-;^f■:j-^ 
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(ix) '>7y^, 

(x) C l-47)V^)U^t^, 

(xi) NR5R6g (^4), R5ijj:yrR6|i^tieii|ft3J:LT. y^$^m=^tt: 
(xii) 

(xiii) ^Tvmmimt>u 

(1) 7K«Ji^; 

(2) C 1 - 4 7;V'#;u^, 
(in) ^Nny>ii^, tfcfi 

(iv) b 'J^^D^f^;^^^r^t»L, 



Cy c 2^(i 
(i) ^^lil^. ttzli 
in) ^rn^^r^fcL. 

R 3 li 

(i) 3KlllIi=-, 

(ii) C 1 - 8 7;P^;i/3&, 
(Hi) >'^Dy>Jg:f., 

(iv) C l~4 7;i/3#v^, 

(v) - h D^, 

(vi) h lJ>'^^p(f-;^^^ 

(vii) h V^^^p{ b^rvS. 

(viii) yV^^a:*^fl^^tm, 




S tfz\t 



(Hi) 
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(x) C l--4 7;i/^;uf-;^-^^^^L. 




(i) mig^. 

(ii) C 1 -4T;l'+U>^, 

(iii) -Cl-4T;i/4rl/>-0-^, iTttt 



10 (iv) -Cl->-4T;U:^l.>-S-^tafcL. 



(1) R^^i2mt:it3mz^^^t^^(DtL. 
iO 5. S*(^ffiH4ie«0-«S: (I) T^^li^-ffc-^i^o^*,, Cy c 1^ 




X tfzli 
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10 



6 . it-km^.. 

1) 5- (3- (lf7x-;i.-4-^;i.^hc^r'» 7x-;i.) 

3) 4- (3- (2- (5-^^;^-2-7x^;^;^-^^^:/-;^_4_^;^)3, 

4) 6- (3- (2- (5-^f^;^-2-7x-;^:^-:^^^^y-;^_4_^;^)^ 
7x-;p) ^^^^^gb.^^^^j.^-^^,^ 

5) 5- (3- (2- (5->f^;U-2-7x^;i.:t-i^H^y-.;u_4^^^^)^ 

6) 6- (2- (2- (5-^f-;u-2-7x^;U:*-:^^i^y-;W^4>^;p) ^ 

7) 5- (2- (2- (5-^^n.-2-7x^;^;i-i^^^y-;^_4_^,^J^ 

8) 2- (3- (2- (5-^5^;^-2-7x:^;^:j-:^^y-;^_4_^;^) J,. 

9) 5- (3- (3- (5-pef.4.-2--7x-;U*:^H^y-;p_4_^;i,) ^ 

10) 2- (3- (2- (5~^^;u-2- (4 -^^;^7x^;U) 

11) 2- (3- (2- (5->5^;p-2- (4 -xf^;U7x-;i.) 
;u-4-^;i.) xh + i,) 7xx;u) 

25 12) 2-(3-(2-(5-^^;U.2-(4-yoi,>7x:.;U):^^^./ 
, -;W-4->f;P) xb^v) 7x:i;i.) g^^ • ^ f^;uoL^x;K 

13) 2- (3- (2- (5->f^;u-2- (4 --f y t'd t>7x^;U) t ^ 



15 
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") 2- (3- {2- (5-;.f^4.-2- (4- (2 f^;^ya e;^ 

15) 2- (3- (2- (5->^*-2- (4-t-7^*,x.;^) 

>« 2- (3- (2- (5->,^;p-2- (4 ).*->7xx»,) ^^^.^ 

2- (3- (2- (5-^^;^-2- (3. 4-:;> ^*->7x.;^, ^ 

10 18, 2- (3- (5-^^;P-2-,x^;^;^^^.,_^_,_^;, 
7^-*) »»-j<f-;i-xx7'»-, 
■9) 2- (3- (2- (5-^^*-2-TxX*^7:/-;U-4-^;U) ^ 

20, 2- (3- (3- (5-;.^;.-2-7x.;P:f+*-^_;P_,_^^- 
15 '•o,)e*.» 7x^».) BgJ.^^;^J,;^5.^_ 

21) 2- (3- (2- (2-7xx**;*^^.y_;^_4_^^, ^^^.^^ ^ 

»K- >f-*-x;^f;t, 

22) 2- (3- (2- (5->^;u-2- (3 nn- 4 f^;.^..;.) 

S^gj . ^ j^;^ 

24) 2- (3- (2- (5-^^;U-2- (4 -y^;U7x^;V) 

25) 2- (3- (2- (5->^;p-2- (4 n a 7x:.;P) 

26) 2- (3- (2- (5->^;^-2- (2 ^^^[^^ 
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27) 2- (3- (2- (5-^f.;i.-2- (3 5^;U7.:.^;l.) 

.28) 2- (3- (2- (5-pf^;l.-2-(4-h';7;i.:^-D^f.;i.7x-;i.) 
:j-^^^/-^,-4_^;i,) ^^^.^j ^^^^^^^ 

5 29) 2-(3-(2--(5-^^;P-2-(4-7;i.:^n7x^;W)\^.^H^>, 

30) 2- (3- (2- (5-^f;i,-2- (4 - v7y 7x^;W) 

31) 2- (3- (2- (5-^^;U-2- (3-x^^-4-^,^;^7xx;.) 

32) 2- (3- (2- (5-^^;P-2- (4 -^:.^;i.7x^;u) 

33) 2- (3- (2- (5-^f^;u-2- (4-xhn7xx;u) 
)l^-4^^n.) xh+v) 7xxn.) ft».>f-;i.x;=^r;u^ 

34) 5- (3- (lf7xx;p-4->f;P>hi^S.) 7xx;i.) 

35) 4- (3- (e7xx;U-4-^;i,^ 7j,-)U) r9>^^ ^ 

36) 4- (3- (2- (5-^^;P-2-7xx;i,:j-:^^vr-;i.-4-^;W) 

•^h^v) 7xJz;U) 

37) 6- (3- (2- (5-p»f^;U-2-7xx;U:*.4.^y_;p^4_^,l,) 
20 ^h^y) 7xx;i/) 'v^-y-^^^ 

38) 5- (3- (2- (5-^f-A.-2-7x^;i.:^-^H^y-_;U>4_^,^j 
.3:-h^v) 7xx;i/) ^ yf^^ 

39) 6- (2- (2- (5-^^;P-2-7xx;W;i.4-9-V-;i.-4-^;l.) 
•3^h^v) 7xx;u) ^it:4}->g.^ 

25 40) 5- (2- (2- (5-^^;U-2-7xx;Pt^^y-;U-4-^;U) 
•i-h^v) 7xx;i.) ^y^yi^ 

41) 2- (3- (2- (5-^f.;i.-2-7x^;l.t^^y-;i,_4_^,^) 



15 
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42) 5- (3- (3- (5-Mf-n^~2-7^=^fl.t^^y-A.^4-4)^) 

43) 2- (3- (2- (5->^;i,-2- (4 ->5^;l.7x^;u) 
5 ;u-4->f;i.) jLf^v) ri-;u) ftg^ 

44) 2- (3- (2- (5-^f^;P-2- (4 -x5^;i.7x-;i.) tW- 

45) 2- (3- (2- (5-^f^;i.-2- (4 -yn f;U7x^;^) :i-^^^y. 
10 46) 2- (3- (2- (5 ->^;p-.2- (4 vyDe;U7x^M 

47) 2- (3- (2- (5->-?^;i.-2- (4- (2 -^f-;l.yD if;i.) 7^ 

:j-^^V-;p-4->f;i.) xhi^i.) 7x^;i<) 

48) 2- (3- (2- (5->f;i.-2- (4 - t -7'^;P7x^;i.) 
15 V-->l'-4— f;u) xh^i>) 7^-;p) l^g.^ 

49) 2- (3- (2- (5->f^;i.-2- (4 h + v7x^;u) ^j-^^^y- 
-;u-4-^;u) 7x-;i.) 

50) 2- (3- (2- (5-^^4.-2- (3, 4 -i^^ h + ->7 x^;u) ^ 

20 51) 2- (3- (5-^f^;P-2-7x^;U:^-+^y-;^_4_^^) 
7x-;U) ftgf, 

52) 2- (3- (2- (5->f^;w-2-7x^;Uf^r^/-;U-4->f;P) x 
h^v) 7xx;i/) 



53) 2- (3- (3- (5-^5^;W-2-7xx;W:j-^Hj-:/^;U_4_^^^) 
25 T'DsK^^v) 7X-X') f^SJ, 

54) 2- (3- (2- (2-7xx;i.^i^i^>/-;^_4_^;p) ^^^^^^ ^ 
xx;u) 
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55) 2- (3- (2- (5-p(^;w-2- (3 av - 4 -^^)Vy :r.=.}U) 
t^^V-P- 4-^)1) xhc^rv) 7xz:;p) g^^^ 

56) 2- (3- (2- (5-x•?^;^-2-7i-;^:^•^«9-vr-;^_4_^;^) 

5 57) 2- (3 - (2- (5->^;i/^2- (4 -7'f-;i/7x-jp) t^^^/^ 
}U-4-^)],) Ji-Y^p) 7x-;i.) g^®?, 

58) 2- (3- (2- (5-^^;i/-2'- (4 -^^ Dn7x-;u) 

59) 2- (3- (2- (5-^f^A'-2- (2-p<f-;l/7x-;u) 
10 ;w-4— <;W J^h^'» 7x-;i.) ftK, 

60) 2- (3- (2- (5-^f-;u-2- (3-^^;i.7x^;i.) 

61) 2- (3- (2- (5->f^;i/-2- (4 - h 'J 7 A<:j-n^ f.;i.7i 
t^'9-V~;i.-4-^;i/) xh+v) 7i-;p) l^g.^ 

15 62) 2- (3- (2- (5-^^;P-2- (4 -7;W:i-n 7x^;i.) rj-dt^H^-y 
-;U-4->fA') Xh:^«» 7X-A/) g^K^ 

63) 2- (3- (2- (5->-?^4^-2- (4-«>7^7x^;W) 
A/-4~>f;i') xh4r*» 7x-;i.) g^®«, 

64) 2- (3- (2- (5->^;i.-2- (3 h D- 4 -ptf^;i.7x^;l.) 
20 =^■^i^V~;^-4-^';^) xhi<^'» 7x-;i/) g^K> 

65) 2- (3- (2- (5->f^;W-2- (4-^:/f^;P7x-;U) 
-;u-4-.>f;i.) xhc^i/) 7x-;i/) g^gf. 

66) 2- (3- (2- (5-^f^;U-2- (4--hD7x-;u) :^-#h^^/- 

25 67) 2 - (3 - (2 - (5 2 -7xx;i,:j-i^H^-vr-;i,_ 4 

i^^I-f^:*-) 7xx;u) m- >^^)UJi7.T)U, 

68) 2- (3- (2- (5->f^;^-2-7x-;^:j-i^r^^y-;^_4_^;^) 
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« 2- (3- (3- (4- (4-.^....,) ^7-^-^-2-,;..^ 
4) 2- (3- (^:...;p_4_^^^,^.^, 7..^^^^^^, 

6, 2- (3- (3- (2- (=-.**-2-:,..;.;,^^.^_^_,_^ 

10) 2- (3- (tf7x^;^-4_^;^. ,3,. . . 

2- (3- ((2E) -3- (^7x.;u-4-.;.) yn..;.^^,^) 
12) 2- (3- (3- (e7x:^;U-4_y;p) , 
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13) 2- (3- (e7x^;i.-4-^;W> h^^^v) y 5 

14) 2- (3- (4- -7'ne;nf7x-;u-4->f;u^ h^v) 7ai^;i,,t 

15) 2- (3- (4- (lf';v>-4-^;i') 7x-;m h^v) 7x-;u^ 

16) 2- (3- (4- (\£Vi;>-3-HJU) 7x-;Mh:^i.) 7x-;k^ 
10 17) 2- (3- (4- (1. 3-'Jt^^>(>)r>-5-^Ji.) 7x:^;m h 

18) 2- (3- (4- i\£V'J>-2-^)U) 7x-;Mh:^^v) 7x^;i.^ 

19) 2- (3-(4-(l, 3-'Jt^^^>r>-4-^n.) ya.^ju^Y 
7x:i;i,^^;u^:j-) ^Wt - :^^)UJi:x.7->l^. 

20) 2- (3- (2-7x-n^f^TV-;W-4-'l';M hi^^) 7x-;m^ 

21) 2- (3- (2- (5->-?^;i.-2- (4 ->f^;i/7x-;i,) 
;w-4-^;u) ih^e.) 7x-n^>^;uf^t) ft» • > 

20 22) 2- (3- (2- (2 - 7x^;Uf^7:/-;W-4-f;P) ^h^c,) 

23) 2- (3- (2- (2-7x-;ut+-9-V-;w-4-^;i.) ifi^^v) 7 

24) 2- (3- (2- (5->^;W-2- (1. 3 - v:*-^-^-^ 5 _ 
^;p) :i-^i^y-;u_4_^,i,) 7 x^A.>^;Uf^:j-) ft® • ^ 

25) 2- (3- (5-^f^;i/-2-7x-;U:i-:^^^V-;U_4_^;p^ 
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26) 2- (3- (3- (5-^f;p-2-7x^n.:j-*H^./_;p_4_^^, 

27) 2- (3- (2- (5-^^;u_2_ (2-^,.;^7,^^) 

28) . 2- (3- (2- (5->^.;^_2_ (3->f^;U7x^;l.) 

») 2- (3- (2- (5-.^;^-2- (4-.^*->,.,,,, ^^^.^ 
.0 30, 2-(3-(2-(5-^^^_,_,,^^^^^.^_^_^_;^^ 

31) 2- (3- (2- (5-^**-2-,,,^^^^,^_^_^_^^^ 

32) 2- (3- (2- (5-^^;.-2-,..;p=,+^-^_^_;_^ 

33) 2- (3- (2- (5-..f^;^-2-7x^».^*^.^_^_^_^^, 

34) 2- (3- (2- (5->^;P-2-7x=;.**^.^_,p_,_^^, 
33) 2- (3- (2- (5-^**-2- (4-x^;P7x.;P) 

36, 2- (3- (2- (5-^^;^-2- (4 -ro e*7xx;p) 

37, 2- (3- (2- (5-^5^;w-2- (4 v^o ^;P7 xx*) "^^ 
^•r-*-4-^*) x^*->, 7xx^.^;.^^, ft».^*;^x;,^;^ 
3«) 2- (3- (2- (5-.^..-2-7x.;p,x-/-;P-4-^;u) x 
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39) 2- (3- (2- (5-p«f^;i.-2- (4 -yf-;U7.i^;U) t^^y- 

40) 2- (3- (2- (5-if^;i/-2-7x-A.;}-i<^-9-V-;p_4_^;i,) 
5 41) 2- (3- (2- (5-;<^;i.-2- (4— «>^;i.7x^;i.) 

42) 2- (3- (2- (5-p{f■;^-2->'^'D/^^v;^:J-i^l^^y_;^_4 _ 

43) 2- (3- (2- (5-^f-;i.-2- (4- (2 -^^;i.yDe;u) 7x 

44) 2- (3- (2- (5->f^;i.-2~ (4 - t -y^;i.7x^;i.) 

45) 2- (3- (2- (5->f-;P-2- (4-'>^rD^+vA^7:^-;U) ^j. 
15 :^-^v^-;u-4->f;w) 3^h^'y) 7x-;M f^;i.^:i-) S^S? • ^ 7. 

46) 2- (3- (5-^f-;l.-2- (1, 3 -i^♦:^-^^^>f 5 
:i-^-9-^/-;u-4-^;i.pJ h:^.» 7x^;i.>^;i,f.:^) i^K->f-;U«f 

20 47) 2- (3 - (5 -^f^;i.-2- (4->fV7'Dtr;U7x-;i.) t+^^7'- 
;p-4— h^v) 7x-;u>f^;u^:i.) ftK • ^ ^;ui;^7-;K 

48) 2- (3- (2- (4->f^;u-2-7x^;Pt^-9-y-;U-5-.f;u) 

49) 2- (3- (2- (5->f-;P-2- (3. 4 -i;^ h i<^.>7x-;i.) 

25 ^ify-;u-4->f;P) ih^i.) 7x:z;i.>^;u^;j.) ftgg • f^;i'x;^ r 

50) 2- (3- (2.- (5-^f-;U-2- (4-p<f^;Pe-J7V>-l-^;i,) 
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51) 2- (3- (2- (5-^f^;>-2- (tf V 2 t^^y- 

52) 2- (3- (2- (5->^;u-2- (f :^-7x >- 2 ;u) 

53) 2- (3- (2- (5-^f^;U-2- (4 -S?^ 5^;pt ^ ^ 7x:^;i.) 



15 



20 



25 



54) 2- (3- (2- (5-^f^;U-2-->j5rD^>f^;u:j.i,.^._/_^p_4_ 
>r;W Xh^i.) 7x^;l,^f^;i,^:^) f^K-^^;ux;^x;K 

55) 2- (3- (2- (5-p«f-;i.-2— >l5rD:/Db•;^:^■i^■^^v•-;^_4_ 
>f;i.) xh^.» 7xx;i.^^;p^;j-).|^|g.^^^^3.^_^^ 

56) 2- (3- (2- (5->^;P-2- (4- (1, 2. 3-f-7i;TV- 
;^-4-^;i.) 7xx;p) :^-+^:/-;p-4_^;p) 7xx;M^ 

57) 2- (3- (2- (5-^f-;p-2- (4- i4-^^n.-i, 2. 3- 
^T$;7V-;U-5->f;P) 7xx;i,) t^^^^-A.^ 4 iU) xh^^^) 
7x-;i.pjf^A'f^:j-) ftK-^^;ux>^rJK 

58) 2- (3- (2-.(5->-^;w-2- (77>-2-^;u) 

59) 2- (3- (2- (5->f^;U-2- (If y y 4 ;u) ^^^.^^ 
;U-4-^;i.) xh^v) 7xx;u>5^;w^;^) ft^ • p» f^;Ux;^x;K 

60) 2- (3- (2- (5-^^;i.-2-7xx;l.:i-4^^y'-;p_4.^,,) 
xhc^i/) 7xx;M 1^^. t-rf^n.x;^f^;K 

61) 2- (3- (2- (5-^5^;P-2- (f; V>- 3 
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62) 2- (3- (4- (4-p{f^;U7x-;i.) f^7V-;w- 2 ->f 

63) 2- (3- (3- (lf7x^;u-4->f;P^ h^v) 7a:-;u) ynif;!. 
5 64) 2- (3- (3 - (4- (4 -^f-n.7x:^;i.) f-7V'-;W- 2 

65) 2- (3- (t-7x:^;i/-4-^;i/> hc^r'» 7 Ji^}V>^ 

66) 2- (3- (2- (5-p{■^;^-2-7i-;^;^-i^^^^y-;^_4_^;^) 

10 67) 2- (3- (3- (2- (5-^f-;i.-2-7x-;i.:^^^?-y-;p_4_ 
-f;!/) i h^e/) .7x-;U) yDfcf;Uf.:i-) g^K> 

68) 2- (3- (2- (lf7x-;i,-4-^;k) x^^v) 7x^;p> 

69) 2- (4-^^nD-3- (2- (5-^f^;l.-2-7x-;i.:j-+^j-vr-;l. 
15 -4 -'f ;U) ih+i/) 7x-;u>f-;i/^;j-) l^g.^ 

70) 2- (4-^^00-3- (4- (4-^^;U7x-;W f-Ty-;i.-2- 

71) 2- (3- (lf7x^;i.-4-^;i.^ hilrv) - 4 -^^ D n.7x^;i.> 

20 72) 2- (3- ( (2 E) -3- (if 7x^;i.- 4 -^;i.) ■/u^^n^:^^^^) 
7x^;i/^^;U^:j-) |^^^ 

73) 2- (3- (3- (lf7x-;u-4-^;w) ^o.^+v) y^-)u>ii-,\. 

74) 2- (3- (Vf7x:^;U-4-^;UXh:^v) fc* 'j 5 --f f-;U 
25 ^:i-) m 

75) 2- (3- (4' -yDlf;we7x::.;U-4->r;U^>i<..>) 7x^;i.^ 
f-;Uf^;i-) i^K, 
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76) 2- (3- (4- (l^.Ji;>-4-^;u) 7x:.;u> ^^.» y^^j^^ 



77) 2- (3- (4- (ev^;>-3-^;u) 7x^;M h^i.) 7x:.;m 

5 78) 2- (3 - (4- (1, 3-v:t^-9->f>^>-5-^;u) 7^::.;^ 

79) 2- (3- (4- (\£Vt;>-2-^JU) 7x^;w^ hc^c,) ^^^^^^ 

80) 2- (3- (4- (1. 3-'J:ir^^^>ir>-4^^,^^ 7x-;M h 

81) 2- (3- (2-7x^;P5^7:/-;i.-4-^;i.p{ h^i.) 7x-;uy5^ 

82) 2- (3- (2- (5-^f^;l,-2- (4 f-;P7x-;p) 
;i/-4->f;i.) 7x:i4/^f^;i/f-:i-) g^gj^ 

15 83) 2- (3- (2- (2-7x^;u^Ty-;u-4-^;p) ^^^.» 7^ 
-;u^^;p^:j-) ftK, 

84) 2- (3- (2- (2-7x-;^:^^^^y-;^_4_^;^) xh^i/) 7 

85) 2- (3- (2- (5-^^;p-2- (1. 3 -i;:^^-^^ >^>- 5 . 
20 ^;i.) :*-^-9-V-;i.-4->f;i.) j^y^^y) 7x^;m g^^^ 

86) 2- (3- (5-^f^;U-2-7x-;i.:t4'9-y-;i.-4-^;i,^ 

87) 2- (3- (3- (5->f-;U-2-7x:z;U:^-^^^y-;p_4_^^) 
7'D.-K4rv) 7x-/P^f-;uf::^) g^g.^ 

25 88) 2 - (3 - (2- (5 -^^;U-2- (2->^;U7x:.;U) 
89) 2- (3- (2- (5-^^;W-2- (3 -> ^;W7x^;w) 
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90) 2- (3- (2- (5-^f-}U-2- (4-^ h^v7x^;i.) 

91) 2- (3- (2- (5-p<f-;i'-2-7x-;i/t^''^V-;i/-4 -^;i/) 
5 xh^i/) -5-^DD7x:=.;l/^-?^;W-?^:J-) ftgf^ 

92) 2- (3- (2- (5-^f-;U-2-7x-;U:J-#-ihV-;U-4_^;p) 
ih + v) -2-^f^;i/7x-;i/^f-;Uf^:j-) g^^^ 

93) 2- (3- (2 - (5-^f^;u-2-7x^;l.;j-^-tV-;i._4_^;^) 
-1 ->f-;uxhi^v) 7x-;u>f-ji/f-:j-) g^K> 

10 94) 2- (3- (2- (5-;>tf^;i/-2--7xx;l.:i-4ri^-V-;i/-4->f/I,) 
T'nsj?:^^!/) 7x-;u>f-;uf-:^) g^g»^ 

95) 2- (3- (2- (5-^f^;i/-2-7x-;i.:J-^^^y-;U_4_^;i,) 

96) 2- (3- (2- (5-ptf-;W-2- (4 -xf^;i.7xx;p) 
15 ^I'-4-'f;i') xh^i/) 7x-;i/>f-;Wf-:j-) ft®, . 

97) 2- (3- (2- (5-^f^A'-2- (4 -yn hr;U7 xx;u) t^-f)/ 

98) 2- (3- (2- (5-^-f;u-2- (4 -'f V T^n b*;U7x-;i.) 
•9-V-;^-4-'^;^) X h ^^i/) 7x:i;i^>-?^;Uf^:t) 

20 99) 2- (3 - (2 - (5 ->f^;i'-2-7xx;W5^7V-;U-4-^;p) x 

100) 2- (3- (2- (5-pf^;i/-2- (4-rf-;U7x-;U) :i-^-9-y- 

101) 2- (3- (2- (5-xf^;w-2-7x-;i/:j-^-9-V-;V-4 
25 xh^v) 7x-;i'>f^;i/-^:j-) ft^^ 

102) 2- (3- (2- (5-p<f-;i/-2- (4-^>f-;U7xx;u) 
-;i/-4--f;W) xh^i/) 7xx;w>f-;i,f-:j-) f^g.^ 
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103) 2- (3- (2- (5-^5^;i/-2-->;^n/si|rv';ut^'9-y-;u--4- 

104) 2- (3- (2- (5-^f^;U-2- (4- (2 f^;i'7'D kf;i.) 7^ 
:^-^-9-y-;i.~4-;f;i') xh^v) 7x-;i.^^;i.^:j-) 1^^^ 

5 105) 2- (3- (2- (5->^;U-2- (4-t-rf-;U7x-;U) 
y-;u-4--r;P) xh^v) 7x^;i/>f-;i/f-;}-) ft^, 

106) 2- (3- (2- (5->.f-;i.-2- (4 -5/^ n^c^v;U7x-;i.) 
^■9-V-;i/-4->f;i^) xh+S/) 7x-7Pp»f-;u-3^:j-) g^^, 

107) 2- (3- (5-^f^;i.-2- (1. 3-i;*i^^^^>^r>_5_^;^) 
10 :^^•9■y-;^-4-^;M 7x^;i.pjf^;u-?^;^-) 

108) 2- (3- (5-^-^;P-2- (4 ->f y 7-0 t:>7x-;i/) t^^^j--^ 
;i/-4_^;i,^ h:^v) 7x-;i/^f-;uf-:j-) 

109) 2- (3- (2- (4-^■?^;^-2-7x-;^:^•i^•9-v-;^_5_^;^) 
xh^v) 7x-;i/^f^;i/f^:i-) g^^^ 

15 110) 2- (3-(2-(5-^^;p-2-(3, 4-y^^c^.>7xz.;^):j- 
^•^^y-;^-4-'f;^) xh^v) 7x^;P>f^;i/f^;^-) i^gb^ 

111) 2-(3-(2-(5-^f-;i.-2-(4-p»^;i.tr-:7':^>-l->f;i.) 
:t+-9-V-;w-4-^;u) Jcb^v^) 7x-;i/^f-;pf-:j-) g^gg^ 

112) 2- (3- (2- (5-^f^;U-2- (bf';$;>-2-^;P) ;i-i<^-9->/- 
20 ;l/-4-^A/) \xhc^i/) 7x-;U;)t5^;u^;j-) g^gj^ 

113) 2- (3- (2- (5-^f-;i.-2- (^:i-7x >- 2 --f;!.) 
-;i.-4-^;P) JiY^iy) 7x^;u> f-;uf^t) ft®^. 

114) 2- (3- (2- (5-:if-}l-2- (4 -i^^ ^;i.T ^ ^ 7 x-;U) 
^^fy-;i/-4-^;i/) xh#v) 7x-;i.^f^;wf-:j-) g^g.^ 

25 115) 2- (3- (2- (5->-9^;i.-2-v^rD/>?>f.n.:^-it^-9-V-;U_4_ 
xh^'» 7xx;W>f.;i/f.;j.) g^^^ 

116) 2- (3- (2- (5-^5^;U-2-v^D7ne;i/:j-it.^^^y-_;l,_4_ 
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117) 2- (3- (2- (5-p<-9^;W-2- (4- (1, 2, 3-^7v^TV*- 
;u-4->f;W 7x-;i/) ;j-^'9-V-;i/-4-W;u) x h^v) 7x-;i/j>{^ 

118) 2- (3- (2- (5-^-?^;i'-2- (4- (4-^-?^;U-l, 2, 3- 
f-7>'TV-;i/-5-'f;U) 7i-;U) V-;i/-4 ->f ;i,) ihit^c,) 
7x-;u^^;i.^t) 

119) 2- (3- (2- (5-^f^;U-2- (77>-2--f;P) 
-4-'f;i>) xh^v) 7x-;w>f-;i/f^;j-) f^gf, 

120) 2- (3- (2- (5-^f-;i/-2" (e';i;>-4-^;u) ;j-^-9-V- 
;i'-4-^;i') xh^'» 7x-;Mf-;wf-t) ftK^ 

121) 2- (3- (2- (5-p«f^;i/-2-7xx;i/t^-9-V-;u-4— f;i/) 
xh^v) 7xx;i/> h^v) 

122) 2- (3- (2- (5->5^;u-2- (If U i?>- 3 ;P) t^^^"^-/- 
;i,_4_^;i,) xh^'» 7xx;M^;i.f^:J-) 

123) 2- (3- (2- (5--j»f^;u-2-7xx;ut^-9-V-;b-4-'f;u) 
xh^«» 7x-;i/^f-;i/f-:^-) -2->f^;U7'D/<>gg. 

124) 2-^ (3- (2- (5-;>»-?^;i/-2-7x-;U:i-#-9-V-;V-4-'i';i') 

125) 2- (3- (2- (5->f-;i/-2- (1, 3-5^t^■9-^>r>-5- 
'<;^) :i-4r-9-V^-;P-4->r;V') xh#'» 7xx;l/^h4r'» ftgj • t-7* 
f-;uxj^'r;l/, 

126) 2- (3- (2- (5-^f^;U-2- (1, 3 -y:i-^-9->f > ^ >- 5 - 
-f^i-) :^-^-9-y-;i'-4-^;w) xh:^v) 7x-;i'p«h^v) g^gg, f7t:ii 

8. 
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1) 6- (3- (4- (4 -^■?^;i/7x-;v) 7y*-;i/- 2 -^f;!/;*? h^v) 

2) 4- (3- (4- (4-pt^;U7x-;i/) f'TV-;i/-2-'f h^^v) 

5 3) 6- (2- (4- (4-->«f-A/7x-;l/) f-7'/-;i/- 2 h ^ v) 
7x-;i') 'v^-t^®? • ^5^;i.x;p^r;K 

4) 2- (5- (tr7x-;i/-4-'f;u^ h^^-i/) - 2 -- h n 7x-;Wp{ 

5) 2- (3- (tr7x-;u-4->f;i.pi - 4 h n7x~;U;^ 

10 f-:*-) S^K • 

6) 2- (3- (2- (5-ptf-;i'-2- (4- h 'J 7;i/:i-D^f-;i,7x^;P) 
:t^-9-V-;i/-4-^;l/) xh^v) 7x-;i/> • ;><f-;ki;^ 

7) 2- (3- (2- (5-->tf-;i/-2- (4-7;U:*-D7x-;U) :j-i^-9-y- 

15 ;u-4->f;i/) JLh^y) 7x-;i/>f^;i/f-:i-) g^gj. 

8) 2- (3- (2- (5->-?^n/-2- (4-:J'un7x-;i/) :j-i^^^v~;u 

9) 2- (3- (2- (5->f-;W-2-7x-;i':i-4r-9-V*-;l'-4-^;i/) X 
h^->) 7x-;i') -2->f-A'7'Dy'?>gg . ;<f-;i/x;^r;p^ 

20 10) 2- (3- (2- (5->f^;i/-2- (4 h D 7x-;l/) :j-^-9-y~ 

11) 2- (1- (3- (2- (5-^f^;P-2-7x-;U^:^^-9-v^-;U_4 _ 

Xf#v) 7x^;U) x^;i/f-:t) g^g • > f^;l'Xy^ -f 

12) 2- (3- (2- (5- h y7;U:i-D;<f^;i/-2-7xx;P:j-i^i^V_;u 
25 xh+-» 7x^;Mf-;i/^*) ftK- 

13) 2- (3- (2- (5-^^;i/-2- (2, 2 --:^7;U;j-n- 1 , 3-v' 
:t^'^^>iry-s-^n,) t^Hfv^-;i.-4 xhi^-» 7xx;i.> 
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14) 2- (3- (2- (5-^f-;i/-2- (2, 3, 5, Q-TYyyjUta 

5 15) 2- (3- (2- (5-;<f-;u-2- (3-^Dn-4-^^;U7x-;i/) 
:J-^-9-V-;i'-4-'f;p) J^h^v) 7i-;i';<f^;V'f^:§-) g^K-^f-^^;^ 

16) 2- (3- (2- (5-;)«f-/P-2- (4 - h V 7;i/:tD> h4v7x ~ 

10 . - 

17) 2 - (3- (2- (5-^f^;P-2- (3, 4, 5 - h V ^ h ^i/7x- 
^i') :^-#"^J•y-->^-4-^;^) ^h^S/) 7i-A'jPi ^;i/-?^:j-) ft^-;^-?';!' 

18) 2- (3- (2- (5-^-?^;u-2- {4 -:^^>U^ty t^-f 

15 V-;U-4-^;l') 7i-;i,^^;i,^;j.) • pi 7^;^ 

19) 2- (3- (2- (5-jt^}U-2- (3--hD-4-^f^;U7x-;i/) 
*^'^^y-A'-4-'f ;i/) ih^^v) 7x-;u^f-;uf^:t-) ftK • -^f-JU-i-Ji^ 

20) 2- (3- (2- (5->f-;W-2- (1, 3.-^;:^-i^^^f^>^>_5 _ . 

21) 2- (3- (2- (5->f^;i/-2- (3. 4, 5-h h^'>7x- 
^1^) :t^-9-y-;i/-4-.'f;l/). xh4'» 7x-;i/) ItK • ;<^;Uxj;^r;K 

22) 2- (3- (2- ( 5-^f-;i'-2- (4 - h V 7)1^:^0^ h^y7x- 
;w) :*-#-9-v^-;J/-4->fM xh^^v/) 7x^;p) ftSJ- 

25 23) 2 - (3 - (2 - (5->f^;U-2- (2, 2-Vy)Vtu-l, 3-v 
t^^'f v^^-S-'f ;!/) t^-tV-;i/-4 -^;i/) xh^irv) 7x-;i/) 
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24) 2- (3- (2- (5-;>if-;i/-2- (4 - h V 7;i/:j-D^ f-;i.^t7 ^ 

25) 2- (3- (2- (5-pt-^;P'-2- (4 -v7/ 7i^;i/) 

26) 2- (3- (2- (5-p»f^;W-2- (4 -'>^ n^^i/;U7x ^j- 
^•9-V-;i'-4-^;i') J^h^^i/) 7x-;u) f^g? • >f^;ujiAr;K 

27) 2- (3- (2- (5-^5^;P-2- (4 f-;W7 5 > 7x-;U) r^- 
4r-9-V-;u-4-^;i/) xh^rS/) 7i-;l/) f^K • ;^ •^;wx;;^x;i., 

10 28) 2- (3- (2- (5-^^;l/-2- (^:i-7a: 2 ->f ;W) t^^y 

29) 2- (3- (2- (5-;><f^;U-2- (77>-2-'f;U) 
-4-^;i') xh^v) 7i^;u) ftK- >f^;Wx;^x;K 

30) 2- (3- (2- (5-^f-;i/-2- (l:f';5;>-2— f;U) rj-^t-HJ-V- 
15 il'-A-^M xh^i/) 7xx;i/) ft®. >f^;px;!^f ;K 

31) 2- (3- (2- (5->f-;W-2- (4->f^;i'-l. 2, 3-f^7i; 

TV-A'-S-'f/U) :i-+H^V-;p-4-'f;w) xh^^^v) 7x^;u) g^gf • 
^f-;i/xj;^-5r;p^ 

32) 2- (3- (2- (5-^^;l.-2- (2, 3. 5, 6-xh77;U*D 
20 -4-;<f^;i'7i-;j/) :i-+-9-V-;i/- 4 --<-*') xhit^'» 7i-;i/) g^^S • 

^f-;i/x;^7-;u, 

33) 2- (3- (2- (5->f-;i'-2-v^n^^$/;|/:j-i^iHj-y_;p_4 _ 
>f;i/) xh:^S/) 7i-;i^) l^i? • >f^;i/x;:^r;u, 

34) 2- (3- (2- (5-^-?^;U-2-v^'n^>'f-;U:i-it^^^V_;U_4 _ 
25 >f;i/) Xh^v) 7xx;l,) JS^Wt- ;^^)VJi:X.T)K 

35) 2- (3- (2- (5-^^;i/-2- (If'j v>- 3 ->f ;U) t^'fV- 
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36) 2- (3- (2- (5-^^;i'-2- 'y>- i )V) t^'^y- 

37) 2- (3- (2- (5-^^;p-2- ( 4 ^;i/bf^7y>- 1 -^;U) 
5 38) 2- (3 - (2- (5-^f^;U-2- (4 ^71/^:^7 x-;i.) 

V-;u-4-^;H xh4P'» 7x-;i/) ftK • >f^;^x;^T;w, 

39) 2- (3- (2- (5-^f^n/-2-v^'nyni::-;W;j-it^^j-V-;U_4 _ 

40) 2- (3- (2- (5-;>{^<>W-2- (^y; >- 2 — f ;W) t^^^T- 
10 ^»'-4-W';W Xh4^>» 7x-;l/) ft® . 

41) 6- (3 - (4- (4--Jf-?^;l/7x::^;U) ^7)/-)\^- 2 A^^ f45/) 
7x-;U) '^^Hf^gJ, 

42) 4 - (3- (4- (4-^-?^;W7x^;i^) f^7V-;i/-2--f;w^ hi^v) 

15 43) 6- (2 - (4- (4-^^;i/7x-^') f-Ty-;i/-2-'</W;>r hi^$/) 
7x-;i.) ^^if^K. 

44) 2- (5- (lf7x-;u-4->f;u^ h^rv') - 2 h n 7x-;i.^ ^ 

45) 2- (3- (lf7x-;u-4-^;u^ hi^v) -4-- |.n7x-;u^f- 
20 Jl^^t) m 

46) 2- (3- (2- (5->f^;i/-2- (4 - h «; 7;U:j-D^ f^;i,7x-;U) 
:^-^-9-V-;i/-4-^;i/) J-h^i/) 7x-;i/>f-;uf^^) ft®, 

47) 2- (3- (2- (5-ptf^;u-2- (4 -7;P:i-n7x:::;H 

25 48) 2 - (3 - (2 - (5 -^^;U-2- (4-i5'DD7x:z;u) :J-it^-9-V- 
A^-4-^}l') JiV^i/) 7x:z;i.;<f.;i.f^;j-) ftg., 
49) 2- (3- (2- (5-^f^;u-2-7x^;i':j-i^^^V_;i.-4_^;,,) 
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50) 2- (3- (2- (5-^5^;u-2- (4 h n 7x-;i.) t^^V- 

51) 2- (1- (3- (2- (5-^f-A'-2-7x-;i/:^-^HJ-y'-;w«4_ 
5 W';W) xh^5/) 7x-;|.) 

52) 2- (3- (2- (5- h V7;^:j-D^^;^-2-7x-;^;^•^•^^V-.;^ 
-4->r;l') ih+v) 7x:i;u^f^;p^t) S^Ks 

53) 2- (3- (2- (5-;<^;W-2- (2, 2 -y7;P:j-D- l , 3_y 
t^-^^>r>-5-^)U) :^■^^^y-;^-4~>f;^) ih;^^*.) 7x-;u^ 

10 f■;^f^5^) i^K, 

54) 2- (3- (2- (5-pt5^;u-2- (2, 3. 5, 6-^hy7JUtu 
-4-^5^;i.7x:^;i.) :^-^-9-y-;w-4-^;w) o^h^v) 7x-;Up(f.n. 

55) 2- (3- (2- (5->f^n.-2- (3-^DD-4-p«f^;i.7x-<a.) 
15 :i-^"9-V-;J/-4-'r;U) Jih+'» 7x-A/<j«f-n'f-;i-) i^K, 

56) 2- (3- (2- (5->f^n^-2- (4 - h V 7;W:i-D> h^S^7x- 

57) 2- (3- (2- (5->f-;U-2- (3. 4, 5-hU> h+e.7x- 
:^-^HJ-V-;U-4-^;W) ih^v) 7x::i;i'>^;Wf^t) S^K, 

20 58) 2 - (3 - (2 - (5 ->f^;i.-2- (4-^f-;Wf^;^-7x-;P) rj-it^i^ 
y-;U-4— f;u) 7x-;j/jjt^;uf-:t) ^Wt. 

59) 2- (3- (2- (5-^f^;i'-2- (3-^hD-4-^^;i,7x^;p) 

60) 2- (3- (2- (5->f^;U-2- (1, 3-y:^i^^?-^>/>-5- 
25 >f;U) ;i-^<9-y-;i.-4-^;i/) xh^lri.) 7xx;i/) f^gj. 

61) 2- (3- (2- (5->-9^;U-2- (3, 4. 5 - h ^ h 4i^7x- 
:J'4r4?-V-;P-4-^;W) Jih4'» 7x^;U) ftgj. 



246 



wo 99/46232 



PCT/JP99/0n34 



62) 2- (3- (2- (5-^f-;i/-2- (4 - h 'J 7;W:t'n> hiS^->7x- 

63) 2- (3- (2- (5-pJf^;P-2- (2, l-V? )\^9^u- \ ^ i-^j 
5 I^S?^ . 

64) 2- (3- (2- (5->f-;i/-2- {4 - h 7 A^^u j^i^fi^^^y 

:i-#'9-V-;i/-4-'f;u) aih:^r'» 7jL:i;u^^;w^:j-) g^^^ 

65) 2- (3- (2- (5->-^;W-2- (4 -i-T^ 7x^;i/) rj-^HJ-y- 

10 66) 2 - (3 - (2 - (5-pt-^;P-2- (4-v^'D^i^'>;U7i-;U) ^ 
^•9-y-;i/-4--f;i/) i>:^y) 7x-;i/) s^gts 

67) 2- (3- (2- (5-^f-;i/-2- (4 — ✓^f-;wr 5 y 7x^;u) 
^•9-V-;i/-4-<;u) xh^i/) 7i-;p) S^®, 

68) 2- (3- (2- (5-^f-n/-2- (f^^7x >- 2 -^;P) rJ-^-y-y- 
15 -;i'-4--f;w) xh^^v) 7x-;W) g^K, 

69) 2- (3- (2- (5->f^;l/-2- (77>-2 ->f ;i') :t-c^-9-V-;u 
-4-'i';w) Jih^i/) 7x-;i/) ftSi* 

70) 2- (3- (2- (5-^^;u-2- (t:*V y >- 2 --f ;u) 

ih^i^) 7x-;i/) ft®?, 
20 71) 2- (3 - (2- (5-^f^;i.-2- (4 -p^ l , 2, S-^Tv 

TV-;u-5--f;u) :*-^-9-vr^;i/-4-^;u) x.h^v) 7x-;i/) ftKs 

72) 2- (3- (2- (5->f^;i.-2- (2; 3. 5. 6-Th77;WtD 
-4-^f^;U7x^;i.) :t+-9-V-^;p-4->f;u) xh^rv) 7x-;w) ft^^ 

73) 2- (3- (2- (5->f-n/--2-v^D^i^->;U;j-i^-9-V_;U_4 _ 
25 xh^v) 7x;:;i/) ftgj, 

74) 2- (3- (2- (5 -p<f^;i/- 2 -->:^n^>f-;U;j-dt^^^y_;p_4 _ 
vf;l/) xh:^r'» 7x:i;i/) ft®?, 
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75) 2- (3- (2- (5->^;u-2- (tf 'J 3 -'T t^'f^/- 

76) 2- (3- (2- (5-p<^;i/-2- (fcf'J 4 -'f ;P) 
;i^-4--f;i/) xh^S/) 7x-;p) itge, 

5 77) 2- (3- (2- (5-^f^;P-2- (4-<>^f•;Hf/^:9-:?;^-l-^;^) 

78) 2- (3- (2- (5-p{^;i/-2- (4 -p<f-;i/-?^;i-7x^;i.) t^-^ 
V-;i/-4->f;i') xh^v) 7x-;i.) g^g^, . 

79) 2- (3- (2- (5-P<5^;^-2-'>^^7'^lf;^;^■i^^^>/-.;^_4 _ 
10 'r;u) Xh:^r-» 7x-;W) ftK. 

80) 2- (3- (2- (5-^f-;U-.2- V 2 -^;i') 

81) 5- (3- (2- (5->-^;V'-2-7x-;W:}-^-9-v'-;w--4-^;i,) 
xh:^>» 7x-;u) -2, 4-^7VVV>'Jt>y 

15 82) 2 - (3- (2- (5-^f-;i/-2- (3-hV7;U*Dpl hit^5/7xx 

^i') t*^?-V-;i/-4->fA') xh^«>) 7x-n/) I^K-^f^^uxj^x;!/, 

83) 2- (3- (2- (5-;t^P-2- i2-h^)7n^tv^h^i,y^- 
n^) :^•^•^^V-;^-4--f;^) xh^v) 7x^;i') SSS • 

84) 2- (3- (2- (4->5^;U-2-7x-;i/:i-^-9-y-;W-5-.f;i.) 

20 Xh:^v) 7xX;P) g^g..^^;l,i;;^^;p^ 

85) 2- (3- (2- (5->f^;W-2- (3 - h U 7;W:^-D;>e h#^7x - 
;w) :i-^f-V-;u-4-^;i/) x|.:^^i/) 7x-;i/) g^Kx 

86) 2- (3- (2- (5-;>»f-;W-2- (2-hV7;i.tDp{ bit^v7xx 
:t^-^V-;b-4-^;i') xh^v) 7x:^;i.) g^K. 

25 87) 2 - (3 - (2 - (4 2 -7xx;i.:t^^fV-;U- 5 ->f ;U) 

xh^v) 7xx;u) g^g., f 
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<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

Icgacggagl actgtcctcc gcgacggagt actgtcclcc gcgacggagt actgtcctcc 60 
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<210> 2 
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<212> PRT 
<2I3> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 

1 5 - 

<210> 3 
<21I> 9 
<212> PRT 

<213> Influenza vims 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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